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IN THE CLAIMS 

Please cancel Claims 21-23 and 26-29. 

Please amend Claims 2-16 and 18, 20, 24-25. 

AMENDMENTS TO THE CLAIMS 

Claim 1 (original). A compound represented by formula I or a pharmaceutically 
acceptable salt or a prodrug derivative thereof: 




(I) 



R, R2 



wherein; 

R and R' are independently C1-C5 alkyl, C1-C5 fluoroalkyl, or together R and 

R' form a substituted or unsubstituted, saturated or unsaturated carbocyclic ring 
having from 3 to 8 carbon atoms; 

Rj and R2 are independently selected from the group consisting of hydrogen, 

halo, C1-C5 alkyl, C1-C5 fluoroalkyl, -O-C1-C5 alkyl, -S-C1-C5 alkyl, -O-C1-C5 

fluoroalkyl, -CN, -NO2, acetyl, -S-C1-C5 fluoroalkyl, C2-C5 alkenyl, C3-C5 

cycloalkyl, 

and C3-C5 cycloalkenyl; 

Zg is a group represented by the formula: 




wherein 

-(Lj), -(L2)-, and -(L3)- is each a divalent linking groups independently 
selected from the group consisting of 
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a bond 
>H 



(CH,), 



2/m 



r 

-CH- 



(CH^)— O 

— (CH2)sr— s- 



(CH2)i^N 



R40 
R40 



(CH^) 



2/m 



R40 

O 



(CH,): 



2/m 



(CH2), 



2/m 



CH=CH- 



(CH,), 



2/m 



and 



where m is 0, 1, or 2, and each R40 is independently hydrogen, C]-C5 alkyl, or C]-C5 fluoroalkyl; 
Rg is a branched C3-C5 alkyl; 

2jq is carbon atom linked group selected from: 

-CO2H, 
-C02Me, 
-C02Et, 

-C(0)CH2S(0)Me, 

-C(0)CH2S(0)Et, 

-C(0)CH2S(0)2Me, 
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-C(0)CH2S(0)2Et, 

-C(0)CH2CH2S(0)Me, 

-C(0)CH2CH2S(0)Et, 

-C(0)CH2CH2S(0)2Me, 

-C(0)CH2CH2S(0)2Et, 

-C(0)CH(Me)CH2C02H, 

-C(0)CH(Me)CH2C02Me, 

-C(0)CH(Me)CH2C02Et, 

-C(0)CH(Me)CH2C02iPr, 

-C(0)CH(Me)CH2C02tBu, 

-C(0)CH(Me)CH(Me)C02H, 

-C(0)CH(Me)CH(Me)C02Me, 

-C(0)CH(Me)CH(Me)C02Et, 

-C(0)CH(Me)CH(Me)C02iPr, 

-C(0)CH(Me)CH(Me)C02tBu, 

-C(0)CH(Me)C(Me) 2CO2H, 

-C(0)CH(Me)C(Me) 2C02Me, 

-C(0)CH(Me)C(Me) 2C02Et, 

-C(0)CH(Me)C(Me) 2C02iPr, 

-C(0)CH(Me)C(Me) 2C02tBu, 

-C(0)CH(Me)CH(Et)C02H, 

-C(0)CH(Me)CH(Et)C02Me, 

-C(0)CH(Me)CH(Et)C02Et, 

-C(0)CH(Me)CH(Et)C02iPr, 

-C(0)CH(Me)CH(Et)C02tBu, 

-C(0)C(0)OH, 

-C(0)C(0)NH2, 

-C(0)C(0)lSfHMe, 

-C(0)C(0)NMe2. 



5 



PCT Serial No.PCTAJS2003/035055 



-C(0)NH2, 

-C(0)NMe2, 

-C(0)NH-CH2-C(0)0H, 

-C(0)NH-CH2-C(0)0Me, 

-C(0)NH-CH2-C(0)0Et, 

-C(0)NH-CH2-C(0)0iPr, 

-C(0)NH-CH2-C(0)0tBu, 

-C(0)NH-CH(Me)-C(0)OH, 

-C(0)NH-CH(Me)-C(0)OMe, 

-C(0)NH-CH(Me)-C(0)OEt, 

-C(0)NH-CH(Me)-C(0)iPr, 

-C(0)NH-CH(Me)-C(0)tBu, 

-C(0)NH-CH(Et)-C(0)OH, 

-C(0)NH-C(Me)2-C(0)0H, 

-C(0)NH-C(Me)2-C(0)0Me, 

-C(0)NH-C(Me)2-C(0)0Et, 

-C(0)NH-C(Me)2-C(0)iPr, 

-C(0)NH-C(Me)2-C(0)tBu, 

-C(0)NH-CMe(Et)-C(0)OH, 

-C(0)NH-CH(F)-C(0)OH, 

-C(0)NH-CH(CF3)-C(0)0H, 

-C(0)NH-CH(OH)-C(0)OH, 

-C(0)NH-CH(cyclopropyl)-C(0)OH, 

-C(0)NH-C(Me)2-C(0)0H, 

-C(0)NH-C(Me)2-C(0)OH, 

-C(0)NH-CF(Me)-C(0)OH, 

-C(0)NH-C(Me)(CF3)-C(0)0H, 

-C(0)NH-C(Me)(OH)-C(0)OH, 

-C(0)NH-C(Me)(cyclopropyl)C02H 

-C(0)NMe-CH2-C(0)0H, 

-C(0)NMe-CH2-C(0)0Me, 

-C(0)NMe-CH2-C(0)0Et, 
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:o; 
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:o; 
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))NMe-CH2-C(0)0iPr, 
))lSfMe-CH2-C(0)tBu. 
))NMe-CH2-C(0)0H, 
))NMe-CH(Me)-C(0)OH, 
))NMe-CH(F)-C(0)OH, 
))NMe-CH(CF3)-C(0)0H, 
))NMe-CH(OH)-C(0)OH, 
))NMe-CH(cyclopropyl)-C(0)OH, 
))NMe-C(Me)2-C(0)0H, 
))NMe-CF(Me)-C(0)OH, 
))NMe-C(Me)(CF3)-C(0)0H, 
))NMe-C(Me)(OH)-C(0)OH, 
))NMe-C(Me)(cyclopropyl)-C(0)OH, 
))NHS(0)Me, 
))NHS02Me, 

))-NH-5-tetrazolyl, 
))NHS(0)Me, 
))NHS(0)Et, 
))NHS02Me, 

))NHS02Et, 

))NHS(0)iPr, 
))NHS02iPr, 
))NHS(0)tBu, 
))NHS02tBu, 
))NHCH2S(0)Me, 
))NHCH2S(0)Et, 
))NHCH2S02Me, 
))NHCH2S02Et, 
))NHCH2CH2S(0)Me, 
))NHCH2CH2S(0)Et, 
))NHCH2CH2S02Me, 
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-C(0)NHCH2CH2S02Et. 

-C(0)N(Me)S(0)Me, 
-C(0)N(Me)S02Me, 

-C(0)-N(Me)-5-tetrazolyl, 
-C(0)N(Me)S(0)Me, 
-C(0)N(Me)S(0)Et, 
-C(0)N(Me)S02Me, 

-C(0)N(Me)S02Et, 

-C(0)N(Me)S(0)iPr, 

-C(0)N(Me))S02iPr, 

-C(0)N(Me))S(0)tBu, 

-C(0)N(Me)S02tBu. 

-C(0)N(Me)CH2S(0)Me, 

-C(0)N(Me)CH2S(0)Et, 

-C(0)N(Me)CH2S02Me, 

-C(0)N(Me)CH2S02Et, 

-C(0)N(Me)CH2CH2S(0)Me, 

-C(0)N(Me)CH2CH2S(0)Et, 

-C(0)N(Me)CH2CH2S02Me, 

-C(0)N(Me)CH2CH2S02Et, 

-CH2CO2H, 

-CH2-5-tetrazolyl, 

-CH2C02Me, 

-CH2C02Et, 

-CH2NHS(0)Me, 

-CH2NHS(0)Et, 

-CH2NHS02Me, 

-CH2NHS02Et, 

-CH2NHS(0)iPr, 
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-CH2NHS02iPr, 

-CH2NHS(0)tBu, 

-CH2NHS02tBu, 

-CH2NHCH2CH2SO2CH3, 

-CH2NH(CH2C02H), 

-CH2N(C(0)Me)(CH2C02H), 

-CH2-N-pyn-olidin-2-one, 

-CH2-( 1 -methylpyrrolidin-2-one-3 -yl), 

-CH2S(0)Me, 

-CH2S(0)Et, 

-CH2S(0)2Me, 

-CH2S(0)2Et, 

-CH2S(0)iPr, 

-CH2S(0)2iPr, 

-CH2S(0)tBu, 

-CH2S(0)2tBu, 

-CH2CO2H, CH2C(0)NH2, 

-CH2C(0)NMe2, 

-CH2C(0)NHMe, 

-CH2C(0)-N-pyrrolidine, 

-CH2S(0)2Me, CH2S(0)Me, 

-CH(OH) CO2H, 

-CH(0H)C(0)NH2, 

-CH(OH)C(0)NHMe, 

-CH(0H)C(0)NMe2, 

-CH(0H)C(0)NEt2, 

-CH2CH2CO2H. 

-CH2CH2C02Me, 

-CH2CH2C02Et, 
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-CH2CH2C(0)NH2. 
-CH2CH2C(0)NHMe, 

-CH2CH2C(0)NMe2, 

-CH2CH2-5-tetrazolyl, 

-CH2CH2S(0)2Me, 

-CH2CH2S(0)Me, 

-CH2CH2S(0)2Et. 

-CH2CH2S(0) Et, 

-CH2CH2S(0)iPr, 

-CH2CH2S(0)2iPr, 

-CH2CH2S(0)tBu, 

-CH2CH2S(0)2tBu. 

-CH2GH2S(0)NH2. 

-CH2CH2S(0)NHMe, 

.-CH2CH2S(0)NMe2, 

-CH2CH2S(0)2NH2, 

-CH2CH2S(0)2NHMe 

-CH2CH2S(0)2NMe2, 

-CH2CH2CH2S(0)Me, 

-CH2CH2CH2S(0)Et, 

-CH2CH2CH2S(0)2Me, 

-CH2CH2CH2S(0)2Et, 

-C(0)OH, 
-5-tetrazolyl, 

O 
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- 1 ,3,4-oxadiazolin-2-one-5-yl, 
-imidazolidine-2,4-dione-5-yl, 
-isoxazol-3-ol-yl, or 
-l,3»4-oxadiazolin-2-thione-5-yl. 



Claim 2. (Currently amended). A compound represented by formula I 
of Claim 1 or a pharmaceutically acceptable salt or a prodrug derivative thereof 
represented by formula I 
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(I) 



Rl ^2 

wherein; 

R and R* are independently methyl, ethyl, propyl, or 1-methylethyl; 

Rj and R2 are independently selected from the group consisting of hydrogen, 

fluoro, -CI, -CF3, -CH2F, -CHF2, methoxy, ethoxy, vinyl, methyl, ethyl, propyl, 1- 

methylethyl, 1,1-dimethylethyl, butyl, 1-methylpropyl, 2-methylpropyl, or 
cyclopropyl; 

Zg is a branched alkyl terminated group represented by the formula: 




Rb is 1-methylethyl; 1-methylpropyl; 2-methylpropyl; 1,1-dimethylethyl; 1,1- 

dimethylpropyl; 1,2-dimethylpropyl; 2,2-dimethylpropyl; 

3-methyl-3-hydroxy-4,4-dimethylpentyl; 3-methyl-3-hydroxy-4,4- 
dimethy Ipenteny 1 ; 

3-methyl-3-hydroxy-4,4-dimethylpentyl; 3-ethyl-3-hydroxy-4,4- 
dimethy Ipentynyl ; 

3-ethyl-3-hydroxy-4,4-dimethylpentenyl; or 3-ethyl-3-hydroxy-4,4- 
dimethy Ipentynyl ; 

(Li) and (L2) and (L3) are independently divalent linking groups where 
Li is -0-, -CH2-, C(Oy , -CHOH-, -CH(Me)- , or .C(Me)OH- ; 
L2 is -CH2- , -C(0)- , -CHOH-, -CH(Me)- , or -C(Me)OH- ; or 
Li and L2 taken together is the group 
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CH2 CH2 



CH CH ,or 



C C : 

L3 is a bond, -CH2- , -CHOH- , -CH(Me)-, -C(0)-, or -C(Me)OH- ; 

Zc is a group selected from 

-C(0)CH2S(0)Me, 

-C(0)CH2S(0)Et, 

-C(0)CH2S(0)2Me. 

-C(0)CH2S(0)2Et, 

-C(0)CH2CH2S(0)Me, 

-C(0)CH2CH2S(0)Et, 

-C(0)CH2CH2S(0)2Me, 

-C(0)CH2CH2S(0)2Et, 

-C(0)CH(Me)CH2C02H, 

-C(0)CH(Me)CH2C02Me. 

-C(0)CH(Me)CH2C02Et, 

-C(0)CH(Me)CH2C02iPr, 

-C(0)CH(Me)CH2C02tBu, 

-C(0)CH(Me)CH(Me)C02H, 

-C(0)CH(Me)CH(Me)C02Me, 

-C(0)CH(Me)CH(Me)C02Et, 

-C(0)CH(Me)CH(Me)C02iPr, 

-C(0)CH(Me)CH(Me)C02tBu, 

-C(0)CH(Me)C(Me) 2CO2H, 

-C(0)CH(Me)C(Me) 2C02Me, 
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-C(0)CH(Me)C(Me) 2C02Et, 

-C(0)CH(Me)C(Me) 2C02iPr, 

-C(0)CH(Me)C(Me) 2C02tBu, 

-C(0)CH(Me)CH(Et)C02H, 

-C(0)CH(Me)CH(Et)C02Me, 

-C(0)CH(Me)CH(Et)C02Et, 

-C(0)CH(Me)CH(Et)C02iPr, 

-C(0)CH(Me)CH(Et)C02tBu, 

-C(0)C(0)OH, 

-C(0)C(0)NH2, 

-C(0)C(0)NHMe, 

-C(0)C(0)NMe2, 

-C(0)NH2, 

-C(0)NMe2, 

-C(0)NH-CH2-C(0)0H, 

-C(0)NH-CH2-C(0)0Me, 

-C(0)NH-CH2-C(0)0Et, 

-C(0)NH-CH2-C(0)0iPr, 

-C(0)NH-CH2-C(0)0tBu, 

-C(0)NH-CH(Me)-C(0)OH, 

-C(0)NH-CH(Me)-C(0)OMe, 

-C(0)NH-CH(Me)-C(0)OEt, 

-C(0)NH-CH(Me)-C(0)iPr, 

-C(0)NH-CH(Me)-C(0)tBu, 

-C(0)NH-CH(Et)-C(0)OH, 

-C(0)NH-C(Me)2-C(0)0H, 

-C(0)NH-C(Me)2-C(0)6Me, 

-C(0)NH-C(Me)2-C(0)0Et, 

-C(0)NH-C(Me)2-C(0)iPr, 

-C(0)NH-C(Me)2-C(0)tBu, 

-C(0)NH-CMe(Et)-C(0)OH, 
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-C{ 


[O] 


>NH-CH(F)-C(0)OH, 


-C( 


[O] 


>NH-CH(CF3)-C(0)0H, 


-C( 


[O] 


>NH-CH(OH)-C(0)OH, 


-C( 


[O] 


)NH-CH(cyclopropyl)-C(0)OH, 


-C( 


[O] 


)NH-C(Me)2-C(0)0H, 


-C( 


[O] 


)NH-C(Me)2-C(0)0H, 


-C( 


;o; 


)NH-CF(Me)-C(0)OH, 


-C( 


'o; 


)NH-C(Me)(CF3)-C(0)0H, 


-C( 




>NH-C(Me)(OH)-C(0)OH, 


-C{ 


[o; 


>NH-C(Me)(cyclopropyl)C02H, 


-a 


:o; 


>NMe-CH2-C(0)0H, 


-C{ 


:o: 


)NMe-CH2-C(0)0Me, 


-o 


:o; 


>NMe-CH2-C(0)0Et, 


-a 


:o; 


)NMe-CH2-C(0)0iPr, 


-a 


:o: 


)NMe-CH2-C(0)tBu, 


-C( 


:o: 


)NMe-CH(Me)-C(0)OH, 


-C( 


:o: 


)NMe-CH(F)-C(0)OH, 


-C( 


:o: 


)NMe-CH(CF3)-C(0)0H, 


-C( 


:o; 


>NMe-CH(OH)-C(0)OH, 


-C( 


:o; 


>NMe-CH(cyclopropyl)-C(0)OH, 


-Q 


:o; 


>NMe-C(Me)2-C(0)0H, 


-C{ 


:o: 


>NMe-CF(Me)-C(0)OH, 


-C{ 


:o: 


>NMe-C(Me)(CF3)-C(0)0H, 


-a 


:o; 


>NMe-C(Me)(OH)-C(0)OH, 


-a 


;o: 


>NMe-C(Me)(cyclopropyl)-C(0)OH, or 


-a 


:o; 


)-N(Me)-5-tetrazolyl. 



Claim 3. (currently amended). A compound ropresonted by formula I as 
claimed by Claim 1 or a pharmaceutically acceptable salt or a prodrug derivative 
thereof; represented by formula I 
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(I) 



wherein; 

R and R' are independently methyl or ethyl; 

Rj and R2 are independently selected from the group consisting of hydrogen, 
fluoro, -CI, -CF3, -CH2F, -CHF2, methoxy, ethoxy, vinyl, methyl, or cyclopropyl; 
Zg is a branched alkyl terminated selected from the formulae: 
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7Lq is selected from 

-C(0)NH2, 

-C(0)NMe2, 

-C(0)NH-CH2-C(0)0H, 

-C(0)NH-CH2-C(0)0Me, 

-C(0)NH-CH2-C(0)0Et, 

-C(0)NH-CH2-C(0)0iPr, 

-C(0)NH-CH2-C(0)0tBu, 

-C(0)NH-CH(Me)-C(0)OH, 

-C(0)NH-CH(Me)-C(0)OMe, 

-C(6)NH-CH(Me)-C(0)0Et, 

-C(0)NH-CH(Me)-C(0)iPr, 

-C(0)NH-CH(Me)-C(0)tBu, 

-C(0)NH-CH(Et)-C(0)OH, 

-C(0)NH-C(Me)2-C(0)0H, 

-C(0)NH-C(Me)2-C(0)0Me, 

-C(0)NH-C(Me)2-C(0)0Et, 
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-C( 


[o: 


)NH-C(Me)2-C(0)iPr, 


-C( 


:o: 


)NH-C(Me)2-C(0)tBu, 


-o 


[o: 


)NH-CMe(Et)-C(0)OH, 


-C( 


:o: 


)NH-CH(F)-C(0)OH, 


-C( 


:o: 


)NH-CH(CF3)-C(0)0H, 


-C( 


:o; 


)NH-CH(OH)-C(0)OH, 


-C( 


:o: 


)NH-CH(cyclopropyl)-C(0)OH, 


-C( 


:o; 


)NH-C(Me)2-C(0)0H, 


-C( 


:o; 


)NH-C(Me)2-C(0)0H, 


-C( 


:o: 


)NH-CF(Me)-C(0)OH, 


-C( 


^o; 


)NH-C(Me)(CF3)-C(0)0H, 


-C( 




)NH-C(Me)(OH)-C(0)OH, 


-C( 




)NH-C(Me)(cyclopropyl)C02H, 


-C( 


:o; 


)NMe-CH2-C(0)0H, 


-C( 


:o; 


)NMe-CH2-C(0)0Me, 


-C( 


:o; 


>NMe-CH2-C(0)0Et, 


-C( 


:o; 


>NMe-CH2-C(0)0iPr, 


-C( 


:o; 


>NMe-CH2-C(0)tBu, 


-C( 


:o; 


>NMe-CH(Me)-C(0)OH, 


-C( 


:o; 


>NMe-CH(F)-C(0)OH, 


-C( 


:o; 


>NMe-CH(CF3)-C(0)0H, 


-C( 


:o; 


>NMe-CH(OH)-C(0)OH, 


-Q 


:o; 


)NMe-CH(cyclopropyl)-C(0)OH, 


-C( 


:o; 


)NMe-C(Me)2-C(0)0H, 


-C( 


:o; 


)NMe-CF(Me)-C(0)OH, 


-C( 


:o; 


>NMe-C(Me)(CF3)-C(0)0H, 


-Q 


:o; 


)NMe-C(Me)(OH)-C(0)OH, 


-C( 


:o; 


|NMe-C(Me)(cyclopropyl)-C(0)OH, 


-C( 


:o: 


>-N(Me)-5-tetrazolyl, 
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O HN^'y 




Claim 4. (currently amended). A compound of Claim 1 or a pharmaceutically 
acceptable salt or an ester prodrug derivative thereof represented by the formula: 




wherein; 

said compound is selected from a compound code numbered 1 thru 468, with each compound 
having the specific selection of substituents Rg, Rq, Lj, L2, and L3 shown 

in the horizontal line following the compound code number, as set out in the 
following Table 1 : 



Table 1 



No. 


Rb 


L3 


L2 


Ll 


Rc 


1 


tBu 


C(0) 


CH2 


0 


C02Me 


2 


tBu 


CHOH 


CH2 


0 


C02Me 


3 


tBu 


C(Me)OH 


CH2 


0 


C02Me 


4 


tBu 


C(0) 


CH(Me) 


0 


C02Me 


5 


tBu 


CHOH 


CH(Me) 


0 


C02Me 
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o 


C(0)CH2S(0)Me 
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HID 






^1-19 
v^rxz 


r\ 
\J 


\— j\^n^^\\j jivic 


417 


LOU 






r\ 

KJ 


\^\\J JK^ri^OyyJ JSVLC 


418 


tRii 


C((y\ 




o 




410 


lOlX 


v_-rj.v^n. 




w 


P^'O^PT-T9 ^/TIMV/Tf* 


490 










P/'01PW9 ^^TlMV/f^* 


491 


113 u 








P^^^^PT49PT49 Q/'0^9TV/fp* 

. \--.^w^^--.nZ\^iT.zov^wjzivjie 


499 






PW9 




P/Pi\PT49Pl-I9 ^iTi^OliAf^ 


49^^ 

HZ. J 


ID U 




PT49 
^ nz 




P/'O^P 1^9 PT-r9 Q /'0^91V/T^:» 












r^/Ti^r^ i-i 9 r^uo Q /'r*\9 iv/r<» 
x-^^^L/ ^v^rizi-^rizo^w ^zivic 


49^ 


LOU 








^^/'0^p'l49^'^Jr9 Q/'o\9'NAia 


49^ 


LOU 








^^/'n^^^u9f^TJ^9 Q/'n^9\yria 
v^v^ ^v-^nzv^xizo^w ^zivic 


497 


lOU 




P149 
VxXTZ 




r^/'OM^M9p'ti9 Q/'^^^\>f 


AO SI 


LJl>U 




\^rlZ 




^^/'o^^^T-J9^^T-I9 Q /T^MVAo 
L^^U j^rlZL.rlZo(^w JiVie 


HZ^7 


IX3U 




^^riz 


u 


/'o^^^u9 r^T-i9 Q /'OMv/T/a 
v^^vJ )\^riZK^r±Z2>(\J )v/iC 


HjU 


LOU 






KJ 




HjI 


LOU 








K^yyJ Jv^rlzL^rlZo^vJ JlVie 


4'^ 9 
HJZ 


LOU 








p/'n^Pi-r9PT-i9 QiTiMvyf^ 


Hj J 


lOU 




PT-I9 

i^nz 


KJ 


v_^rlZv>-ri.zi^rlZo^v^ ^ziNrlz 


4*^4 
HjH 


LOU 




ppr9 
i_^riz 


r\ 
yJ 


P tr9 Pl-19 P W9 Q /'0^9 M1-I9 

\^iT.zi^rizv-.rizo^v^ jziMriz 


HJ J 


LOU 




P149 


\J 


PT-r9 P W9 PM9 Q fCWO Kri-I9 


HjO 


lOU 




v^rn^ivie ) 


yJ 


i^Jn.Z\-.Jrlzi^riZo^^ ^ZIN xiz 


H J / 


LOU 






yJ 


Pl-19 P W9PW9 Q ^0^9 MTT9 

i-^riz\^riZ\^riZo^w jzi>ijriz 




lOU 




v_^rn^ivie ) 


yJ 


PW9PW9PT-I9Q/'0^9^JW9 
i^rAZ\^rT.Zv^riZov,^ ^ZiNnz 




lOU 




PW9 




r^T49 P W9 P W9 Q /'O^Kri49 
v^lT.ZL-'ilZl^rlZov^vJ JlNxlZ 


440 

HHU 


lOU 




^nz 




r'149r'149Pl-I9 ^^OMNJT-r9 
v-^nzi-^riz^rizoi^vj jiNriz 


441 

HHl 


LOU 




PH9 




P149PT49P1-I9 <2 /'r^^MW9 
v^xizv^xizv^nzov,^ ^iNnz 


449 

HHZ 


lOU 




v^jn^ivie ) 




P149 P T-T9 P W9 Q W W9 
v.^rizc^xj.zv^rizo^v-/ ^iNnz 


HHj 


LOU 








PT49 P 149 P W9 ^ /'OMSn49 
^nzv^nz^^xxZo^w ^iNnz 


AAA 
III 








o 


PH2PH2PH2SCOWH2 


445 


tBu 


C(0) 


CH2 


CH2 


l,3,4-oxadiazolin-2-one-5-yl 


446 


tBu 


CHOH 


CH2 


CH2 


1 ,3,4-oxadiazolin-2-one-5-yl 


447 


tBu 


C(Me)OH 


CH2 


cm 


l,3,4-oxadiazolin-2-one-5-yl 
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110 


tBu 


C(0^ 


V^X X^lTX^ J 


CH2 

V^X x^ 


1 4-nxjiflifi7olin-9-nrip-S-vl 


44Q 




CHOH 


v^x xy^ivx^ J 


PH9 


1 4-oxafiifi7olin-9-one-S-vl 

Xj^y^ v/Aciuxci.£«v/ixii ^ v/xxv' ^ yx 




tBu 


\-.-»^ATXv/ ^V-rX X 


v-»x xy^iTX^ J 


PH9 

v^x x^ 


1 4-oxadifi7olin-9-orie-^-vl 








V.'X x^ 


PH9 

v^x x^ 


1 ^ 4-oY ;^fli5i7o]iri-9-tViir4fiP-S-vl 




Li 


CHOH 

^^x xv.yx X 


v^x x^ 


PH2 

v_^x x^ 


1 4-OYf»Hia7nlin-9-tViionp-S-vl 




tRii 


\ — y^ivxt' ^V_/X X 


v^x x^ 


PH2 

V^X Xx> 


1 4-nx^Hia7nlin-9-tViinnp-S-vl 


4S4 


tRii 




^XX^IVXC J 


PH2 

v_^x^z. 


t 4-f^"ic5irli5i7olin-9-tHintif -S-vl 


4^S 

t J J 


fRn 




V-'XX^IVXC y 


P149 


1 '\ nHi5i7r*H'n-9-tViio"n<=*-S-\/l 


4S6 


tRn 




\^XX^1VXC J 


PH9 


1 4-nYjiHi5i7r4liTi-9-tliiriTii*-S-\/l 








PH9 


PH9 


iiTiiHjj7oliHiri^— 9 4-rlin'n^— S— \/1 


4S8 


tRii 


v^xxv_yxx 


PH9 


PH9 


irniH5i7oliHin^-9 4-Hin'n^— \/1 




tRn 




PH9 


PH9 


iTniH5i'7r\li/1inp>_9 HiDn^— ^.x/t 
ill 1 iUa^tJX iU lliC~ ^ jH*' vl 1 vJl IC J ' jr 1 




LIjU 






PR9 


ITY^I /I CI 'y^^l 1/n 1T1^_9 

lIlllU<lZ*V^lltllllC^,H'-UlUllC- j-yi 


4^1 


tRn 




PT-Tr'Mp^ 
v_^rxv^ivic J 


P149 


imi H 51 "7/^1 iH in<*_9 A -r\\ r\r\ ^ _ ^ _ x /I 

1 1 1 1 1 ix<iZjL» 1 lu. 11 ic~ ^ , *T~ vi 1 iji ic~ J ~ y 1 


469 


LO U 




v^rx^ivic J 


P149 


lllliU.<lZ<<Ji iUlllC-" LI 1 VJllC J *• jf i 




fRn 
LOU 




PH9 


PH9 


lo^jAoZiUi- j-ui- j-yi 


464 


tRn 

LOU. 




PT49 


PH9 




465 


tBu 




CH2 


CH2 


isoxa7ol-3-ol-5-vl 


466 


tBu 


C(0) 


CH(Me) 


CH2 


isoxazol-3-ol-5-yl 


467 


tBu 


CHOH 


CH(Me) 


CH2 


isoxazol-3-ol-5-yl 


468 


tBu 


C(Me)OH 


CH(Me) 


CH2 


isoxazol-3-ol-5-yl 



Claim 5. (currently amended). A compound of Claim 1 or a pharmaceutically 
acceptable salt or an ester prodrug derivative thereof represented by the formula: 




said compound is selected from a compound code numbered 1 A thru 468 A, with each compound 
having the specific selection of substituents R3, R^, Lj , L2, and L3 shown 



36 



PCX Serial No.PCT/US2003/035055 



in the row following the compound code number, as set out in the following Table 2 : 

Table 2 





Rb 


L3 


L2 


Ll 


Rc 


lA 


tBu 




CH2 


CH2 


C02Me 


2A 


I A-* lA 


CHOH 

A AV^A A 


CH2 

V^A A^ 


CH2 


C02Me 


3A 


tBii 


CrMe^OH 

V«'^i»AV' J\^X A 


CH2 

V.'X x^ 


CH2 


C02Me 


4A 


tBu 






CH2 


Xw^VJ^lT AL^ 


5A 


LU Li 


PHOH 


V^XX^AVXW J 






6A 


fRii 


V^y^AVAV" J\^I. A 


V^X XyAVX^ J 


CH2 

V«rX X^ 




7A 


LJJ iA 




PH7 


CH2 


cn9H 


8A 


tRil 
tAJ lA 


THOH 


CH2 


CH2 

\wX x^ 


C02H 


QA 


LAJ LA 




CH2 

V_^A AZ, 


CH2 

V A AZ. 


C02H 




to Ll 




V.-'AXV^IVIC ) 


v^ITa^ 




1 1 A 


LU Ll 


CHOH 


V— »A A^IVXC' J 


CH2 

V X A^ 


C02H 


12A 


tRn 

LAJ Li 


V-'^AVX^ ^ VJX X 




CH2 

V^X A^ 


C02H 


13A 


tRn 

LAJ Li 




CH2 

v^x x^ 


CH2 

v^x x^ 


CCO'iNH2 


14A 


LAJ Li 


CHOH 

X^X XV^X X 


CH2 

v^x x^ 


CH2 

\_»x x^ 


CrO'^NH2 

V^\^V.<'yA ^ X X^ 


15A 


LAJ Li 


V^y^AVXW' ^VJX X 


CH2 

v^x x^ 


rH2 

Xw'X x^ 


CrOWH2 

v-*^x-/ yx tI X x^ 


16A 


tRn 

LAJ Li 




V^X X^AtXW ^ 


CH2 

v^x x^ 


CrO'>NH2 


17A 


tBu 


CHOH 




CH2 

v^x x^ 


cro^NH2 


18A 


tRn 

LAJ Li 


CfMe'iOH 




CH2 

v_^A A^ 


CrOWH2 


19A 


tRn 

LAJ Li 


cro^ 


CH2 

V^A A^ 


rH2 

V^A A^ 


CrOWMe2 

V-"y^VJ y 1 ^ IVXL.'^ 


20A 


tRn 

LAJ Li 


CHOH 


rH2 

V-'A A^ 


CH2 

V^A A^ 


CCOWMp2 


21A 


tBu 


CrMe^OH 


CH2 


CH2 


CrO'>NMe2 


22A 


tBu 




Vx'X Ay^AVXw J 


CH2 

v^x x^ 


CrO^NMe2 


23A 


tBu 


CHOH 


V^X X^AtXW J 


CH2 

v^x x^ 


CfOWMe2 

VJ f A^AtAw^ 


24A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


C(0)NMe2 


25A 


tBu 


C(0) 


CH2 


CH2 


5-tetrazolyl 


26A 


tBu 


CHOH 


CH2 


CH2 


5-tetrazolyl 


27A 


tBu 


C(Me)OH 


CH2 


CH2 


5-tetrazolyl 


28A 


tBu 


C(0) 


CH(Me) 


CH2 


5-tetrazolyl 


29A 


tBu 


CHOH 


CH(Me) 


CH2 


5-tetrazolyl 
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1X3 U 


v^^ivxe )\jn 


\>^ri^ivic ; 


enz 


J - leixazoi y 1 




113 U 






V^iiZ 


y^yKj ;-iNx^-«)-icirazoiyi 


^^9 A 


IJDU 


v^rxwXi 




r^T-i9 

V-^JiZ 


;-iNn-«?-ieirazoiyi 




LOU 


^V.AV1C )\jrl 


eriz 


L^xlZ 


ecu ;-iNn-D-ieirazoiyi 




113 U 




L^rn^ivie ; 


r^i-i9 


L-.c^ ;-iNn-D-ieirazoiyi 




1x3 U 




i^riv^ivie ; 


L^rlZ 


\^i^u ;-i>m- j-icirazoiyi 




ll3U 




ericivie ; 


enz 


ecu;-iNn-D-tetrazoiyi 


11 A 


1X311 




exiz 


v^rlZ 


ecu ;iNnenzouziYie 


'^Q A 


ll3U 




eriz 


eriz 


ecu ;iNnenzoUZJYie 


"^Q A 


LOU 




eriz 


eriz 


ecu ;iNnenzouZMe 


AHA 




ecu; 


eriCJYie ; 


enz 


ecu ;iNnenzoUZjvie 


At A 


1X3 U 




ericjvic ; 


enz 


ecu ;iNneHZouzjYie 




toll 


C(JYleJ(Jrl 


eriCMe; 


enz 


ecu ;Nnenzouzivie 


A"^ A 


Lr>U 




eriz 


enz 


ecu ;iNnenzoCU ;ivie 




LX3U 




enz 


enz 


ecu ;iNnenzocu;jvie 


/l^ A 






enz 


enz 


ecu ;jNnenzoCU ;ivie 


/I A A 


l£)U 




ericivie; 


enz 


ecu;iNnenzoCu;jvie 


AH A 
/ A 


1X3 U 


L^xlUrl 


eriCJVie ; 


enz 


ecu ;iNnenzoc^ ;jvie 


/IQ A 


Ll3U 




eiicjvie ; 


enz 


ecu ;JN nenzocu ;jyic 


AO A 
4VA 


f 13ii 
1X3 U 


ecu) 


ewz 


enz 


ecu ;iNnenzenzouz]Yie 


A 

DUA 


toll 


exlUrl 


eriz 


enz 


ecu ;rMnenzenzoUZJVie 


^ 1 A 


loll 




V^rlZ 


enz 


ecu ;rN nenzenzouzjvie 


A 

jZA 


loll 


ecu; 


encivie ; 


enz 


ecu ;rN nenzenzouzivic 


J J A 


loll 


etlUrl 


ericjvie ; 


enz 


ecu ;rNnenzenz3UZJVie 


^4 A 


lOU 


\-.V.ivic jKJri 


i^^riCJVic ; 


v^nz 


\-^Cu;iN nL^nzL^nzouz jvic 


A 

3DA 


tDii 

loll 


ecu; 




v^nz 


^^CU ;rN ni_,nzL.nzocu ;ivic 


A 


LOU 


L^XT.Url 


enz 


V^ilZ 


ecu ;jNnenzenzocu ;jvie 


^7 A 
3 / A 


lOU 




eriz 


v^rlZ 


ecu ;iNnenzenzi3CU ;jvic 














59A 


tBu 


CHOH 


CH(Me) 


CH2 


C(0)NHCH2CH2S(0)Me 


60A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


C(0)NHCH2CH2S(0)Me 


61A 


tBu 


C(0) 


CH2 


CH2 


C(0)NHS02Me 
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LDU 




r^i-TO 


r^TJTO 

i^xiz 










r^uo 


r^i40 


^^/'^l^^^4 Qoo iv4p 










v^nz 


\^l^w ^iNrTov-/zjvie 




LOU 






V^rlZ 


v_^^^vj jiNriovjzivie 


AAA 

oo/\ 


113 U 








/'^^^^J"I4 c oo \/i <a 


A*? A 


lOU 






P'T-tO 




AQ A 






r^uro 


r^uo 
L^rLZ 




AO A 


t£>U 






l^rlZ 




A 






i^rnivie J 


r^T-io 
L^rlZ 




T 1 A 

/ 1 A 


toU 


L^rlUrl 




r^xjo 
UrlZ 




TO A 
//A 


li5U 






r^T-TO 
L^rlZ 


v^^vJ JIN rlo vvJ^JYie 


O'i A 






^^rlZ 


r^T-TO 

i^rlZ 


/'r^\MTJ Q oo Th t 
v^^vj jiN rio iJZiil 


HA A 
/4A 




CriUri 


CriZ 


CHZ 


/'O MVTXJ C OO 


A 

/DA 


ir>u 


/ A yf ^1 ^ /^nj 


L^rlZ 


r^uo 
i^rlZ 


K^\yJ JJNrlovJZrll 


TA A 
/OA 


toll 






C-rlZ 


/T^ \ KT U Q O 1 
\^^vJJINrlo<^ZjQt 


A 

/ /A 






L^rHJYie ) 


l^rlZ 


r^/'r^\MiJ c r^o T7t 


/c5A 


Lr>u 


i^l^JViejwrl 




r^i-jo 
l^riZ 


L^l^L^ jlNMovJZJQl 


TO A 

/VA 


4-13 «« 

loll 




r^uro 
L^rlZ 


/^XJO 

v^rlZ 


KAyJ JlNrlo^vJ Jill 


Qn A 
oUA 


115 U 




i^rlZ 


r^uo 
^^rlZ 


KAyj JiNrlo^U )CX 


Q1 A 
olA 


lOU 




r^T-io 
L^rlZ 


v>.rlZ 


V- JIN rlo^u Jill 


CO A 

oZA 


toll 




i^xHivie J 


r^uo 
i^rlZ 


^^V,^ jrSrlo Jxll 


d A 


f Dii 
LOU 




v^xn^ivie ) 


v^rlZ 


\^\\J )r\Twy<J jut 


Q/1 A 
o^A 


loll 






v^rlZ 


y^\\j JiNrlovvJ jm 


A 

oDA 


toll 




r^T-TO 
v^rlZ 


r^i-TO 
v^rlZ 


/T^ \ KTT-I Q O O i Pf 
V^l^L-l JiNrloUZlr r 


QA A 
oOA 


loll 




r^uo 
v-,riz 


^rlZ 


i^v,*^ jiNriovjzix^r 


O / A 


loU 




r^T-io 
v^rlZ 


v^rlZ 


jiNrioi^zix^r 


SQ A 
ooA 


loU 






r^T40 
l^rlZ 


r^/'OMvri-iQ oo iPi- 
l^V^ JINxlo^JZLrr 


ftO A 


toll 






v^rlZ 


Qoo iPr 
v-^v.^ jiNriijvJziJrr 




LOU 










91A 


tBu 


C(0) 


CH2 


CH2 


C(0)NHS(0)iPr 


92A 


tBu 


CHOH 


CH2 


CH2 


C(0)NHS(0)iPr 


93A 


tBu 


C(Me)OH 


CH2 


CH2 


C(0)NHS(0)iPr 
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PH9 


P/'n^MH^^O'^iPr 










PH9 






IDU 






PH9 


P^OMSTH^ r'O^i Pr 
w jrs no V, V-/ ) 1x1 


Q7 A 






PH9 


P149 


PrOMNJT-T <\09f R 1 1 
v-^W ylNrlol^ZlD u 


08 A 


ID U 




PH9 


PH9 


v^v.^ no^^ziDu 


00 A 


l£> U 




PH9 


PT49 


v-i^V^ ^INrxOV^ZlDU 


1 noA 


lOU 






P1-I9 
^nz 


p/'o^^^-I Q 09 1 1 


1 01 A 


LID U 






PW9 


p/'0^^Jl-^^09tT^ll 

V^i^W ^INrloWZLDU 


109 A 










l^^^^lNnoLyZLDU 


lO'^ A 








PU9 


V^^^J ^lNrlov.vJ J LDU 


IfM A 










v-^^J ^lNrlo\^U ^LDU 


1 OS A 


IDU 






PW9 

^nz 


L^V.^ ^l^rlo^^VJ ^IDU 


1 O^ A 


IDU 








V^^U JINrlo^'^ ^ldU 


1 07 A 


IDU 






PT49 


^i^w JlNrlo^vJ JIDU 


1 08 A 


IDU 






ptro 
v^riz 


P/'OMSJT-T Q Vl^ 1 1 
L^i^vJ JiN rlo ^vJ^lD U 


1 OO A 


IDU 






i^rlZ 


l^rlZJN rloUZ JVie 


1 lOA 


IDU 






PT49 


PTJ9 MTT ^ O 9 \4 
V^xtZI > rlo ZlVlc 


1 1 1 A 


tDU 




PU9 


PtIO 
v^nz 


P W9 MTJ Q 09 <» 


1 1 9 A 


IDU 








PT-r9MWQ091V/f*» 


1 1 A 


IDU 








PU9 KTU Q 09 \yr<a 


1 lAA 


IDU 






PU9 




1 1 S A 


IDU 




P149 


P149 


P 149 TSJT4 Q /'Pi ^ \/f P 


1 1 6 A 


IDU 






P149 
l^XiZ 




1 1 7 A 


LDU 






PW9 

^riz 


r^tr9 /'pl^'^>f *a 


1 IRA 


IDU 






P149 




1 lOA 


IDU 






PT49 


P149 KTH^ /'0^^/f i» 


190A 


IDU 






PM9 


PT49 MUQ /'PiMV/f 

\^nziNno^v^ jivic 


1 91 A 


LDU 






PT49 


P149Nri4Q09Ft 


122 A 


tBu 


CHOH 


CH2 


CH2 


PH2NHS02Et 

V^X X^l ^ X XO Vi/^X^l 


123A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2NHS02Et 


124A 


tBu 


C(0) 


CH(Me) 


CH2 


CH2NHS02Et 


125A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2NHS02Et 
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19^A 

izo/\ 


lOU 




v-^n.^ivic J 


P149 


PH9M14^ri9Ft 

^xxZlN xxO 


197A 






{^149 
v^xxz» 


\ XX 


PH9Nn4^/'n^Pt 

v--rxzi>i ixo^^v^ ^iZfi 








PR9 


PR9 


^rx.zi^xxov.v 


1 90 A 


113 U 




^149 




\^ xl Z IN Xx kj V, ^ JC* I 




ID 11 




V-^xT-V^lVlC ^ 


PT49 


P149M14^('n'^Ft 

V-^XXZINXXOV^V-^ Jl^^ 


1 '^1 A 


IJDU 


v^xxv^jn 


v^xxv,-^*^*^ ^ 


PT49 


P149 MT4 <^ ^F t 


1 '^9 A 








P149 


Pt49 M14 ^ /'O^Ft 
v^riziNxxijv^w ^liL 




ID U 






PR9 


P T-[ 9 NTH <s 09 1 Pr 

V_--riZlN ixO WZlr 1 




LI3U 




PR9 


P149 


Pl-r9 NTH Q 09 1 Pr 
V-^xlZlN xxo WZLrr 


1 ^ A 


loU 


i^^jvicjuri 


PR9 


P149 


PW9MTJQ09iP*- 


1 '^A A 








PR9 


PW9MT4Q09iPf 


1 '^7 A 




V^xxWxx 


Sw^xlVAVlc ) 




PTJ9M'I4QPl9iPr 
v^xlZlN xxO WZlir 1 


1 '^S A 










P1T9 MT-I Q Pl9 i Pt« 
1^ rlZJN rlo VJZ Lr r 


1 '^Q A 


IDU 




Pi-r9 

V_-.xxZ 


PR9 
^xxZ 


P IT 9 NTH Q Z' O ^ i Pf 

iw^rxZiNxioi^i^ ^ix^r 


1 AHA 




l^xlWxx 


Pi-r9 

l^xxZ 


Pl-19 


P T-r9 Ml-I Q O ^ i Pr 
V-,xxZiNxxo^l_^ ^Ix r 


1A1 A 






PR9 




P149 MXJ Q ^ 1 Pr 
l^xlZINxTO^^vJ^lx 1 


1 49 A 


LoU 


^\^) 


i^xH^ivie ^ 


PR9 


P R9 KTl-I ^ /Ti ^ ^ Pr 
ri z IN xTo J ix r 


1 zf^ A 




/^TJOT-I 

l^xlwrx 


l^rHJVie ) 


Ptr9 


PIT9 MXJQ pf 




LOU 


\^^ivie jvjxi 




v^xxZ 


PU9 MXJ Q /Ti ^^ Pr 
i-^xTZlNxlo^^ ^Lrr 


1 4^ A 








P'W9 
^xxZ 


PT-r9 KF W Q 09 n 
V^xlZlN rlo Zil3 u 


1 AAA 


U3U 




PR9 


PR9 
l^xxZ 


PW9M14Qri9tRii 


1 J.7 A 


113 U 




PR9 


PR9 
v^xxZ 


P W9 TsJW ^ 09 tR 1 1 
\^xxZlN xxo \JzA,D U 


1 ASA 


113 U 




v-xx^ivie ^ 


PR9 


PFr9M14^09tPlii 
V-y.XXZlNxxOv-/Zlx3 U 


1 40 A 


IJ3U 




\w^rxv,'LVie ) 


PT49 

v^xxZ 


PW9MFr<\09tRii 

v^xlZiN xTO wZLl3 U 


1 SOA 


IJDU 




v-'XiVivie ^ 


PR9 


P149MT4^ri9tRii 


1 SI A 


113 U 


^\\^) 




PR9 


PT49 NTH ^ zTi 1 1 
v-^nz IN no v,v-/^ii3 u 


1 S9 A 


Li3U 


x^rxwxT 


PR9 


P149 
v^xxZ 


P149 NTH ^ /T) ^tR^^ 
\^nziNno^\^ yLJ3u 




113 U 




PR9 


PW9 
v-xxZ 


v_^nziN no \\j ) Lo u 


1 54 A 


tRil 

LU LI 






PH9 

\ — XX 


V^X X^X ^ X XO \ ^ l.X# u 


155A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2NHS(0)tBu 


156 A 


tBu 


C(Me)OH 


CH(Me) 


cm 


CH2NHS(0)tBu 


157A 


tBu 


C(0) 


CH2 


CH2 


CH2-N-pyrrolidin-2-one 
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1 A 
lDoJ\ 


11) u 






v^rlz 


^iiz-iN -pyrroiioin-z-one 


1 A 


113 U 






i-^riz 


i-^riz-JN -pyrTOuain-z-one 


160A 


tBu 


C(0) 


CH(Me) 


CH2 


CH2-N-pyrrolidin-2-one 


1 1 A 

lolA 


toll 




/^T T/X >T^\ 

CJ-i(jVie) 


CHz 


CHz-N-pyrroliam-z-one 


162A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


CH2-N-pyiToIidm-2-one 


1 A 


tBu 


C(0) 


CH2 


CHz 


/^UO /I ■ ■ ■ , «1 ■ ■ .1 ■ ^ ■ ..1.1 r-, 1 I 1-1 I ■-. O ^.^^ O 

CHz-(l-metnylpyrroliam-z-one-3- 

yi) 


164 A 


tBu 


CHOH 


CH2 


CH2 


CH2-( l-methylpyrrohdin-2-one-3- 

yi) 


165 A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2-( 1 -methylpyrrolidm-2-one-3 - 

yi) 


166 A 


tBu 


C(0) 


CH(Me) 


CH2 


CH2-(l-methylpyrrolidm-2-one-3- 

yi) 


167A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2- ( 1 -methylpyrrolidin-2-one-3 - 

yi) 


1 /CO A 

looA 


tBu 


C(Me)(JH 


CH(Me) 


CHz 


CH2-( 1 -methy lpyrrolidin-2-one-3 - 

yo 


1 AO A 

loyA 


toU 


C(U) 


Crlz 


UHz 


CrizCUzMe 


1 A 

1 /UA 


4-13 ■■■■ 
toU 




Crlz 


CHz 


CHzCUzMe 


1 Tl A 

1 /lA 


toU 


CtJVlejlJrl 


Criz 


CHz 


CHzCUzMe 


1 TO A 

1 /zA 


tJou 




Cxl(JVlej 


CHz 


CHzCUzMe 


1 '7'^ A 
1 / JA 


#■1311 

loU 


L^rlvJrl 




Crlz 


L-rlzCUzMe 


1 Tid A 
1 /'fA 


lUU 




L.rHJVlC ) 




CrlzCUzMe 


1 T^ A 
i /jA 


Lt>U 






Urlz 


UrlzUUzrl 


1 T^ A 
1 /DA 


loU 






Crlz 


CrlzCUzrl 


1 A 


lOU 




v^rlZ 


l^rlZ 


CxlZUUzrl 


1 TQ A 
1 /oA 


#■13 11 
LOU 




l^rHJVie ) 


Criz 


CrlzCUzrl 


1 TO A 


f Dii 
LOU 




l^14^/'^v>fo^ 
\^rH JVie J 


v^rlZ 


v^xlzL^Uzrl 




LOU 






V IX^ 


v^inzv^v^zn. 


181A 


tBu 


C(0) 


cm 


CH2 


CH2C(0)NH2 


182A 


tBu 


CHOH 


CH2 


CH2 


CH2C(0)NH2 


183 A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2C(0)NH2 
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1 QA A 


IxjU 




v^n^ivie ) 


V^flZ 


%^rL£.\^\\J )lS MZ 










i^rxz 




1 Q/^ A 


IDU 






v^riz 


l^xTZl^ *aZ 




loll 




l^iiZ 


v_riz 




1 A 


loll 




v^iiZ 


l^rlZ 


PT40 p/'0^^^^/^^»9 


1 on A 


loll 




i^riz 


V^rlZ 


i^riZL^Cvj )iN iviez 


1 on A 


loll 








L^rlZL^CU JIN IVLCZ 


1 Ol A 


lOU 








V^rlZv^CCI JINIYieZ 


1 OO A 


toU 








l^rlZK^{\J JIN JVLCZ 


1 Ol A 


toll 




V^llZ 




K^r±Zy^(\j j-iN -pyrroiiaine 


1 OA A 


toll 




LxItZ 


L^rlZ 


L^rizv^CU j-iN -pyrroiiaine 


1 A 


toll 




i^riz 


\^rlZ 


L^riZv^CU j-iN-pyrroiiQine 


1 O/^ A 


tou 




CriClVie) 




/^l_rO/^/'/^\ KT i^^m*^1i^iT^A 

L^rizi>^Cij J-IN -pyrroiiairic 


1 O'? A 


4-13 1 1 

toll 




l^rHJViej 




\^r±z\^(\j j-iN -pyrroiiaine 


1 QQ A 


toll 




CrlCJViej 




L^rizi^Ctj J- JN -pyrroiiaine 


1 QO A 


4-13 11 

toll 


ecu) 




v^rlZ 


i^riz-D-tetrazoiyi 


onn A 


*-T3 1 1 


L rlUrl 




i^rlZ 


L^riz-D-tetrazoiyi 


oni A 
ZUIA 


4-T3ii 

toll 




L^xlZ 


v^rlZ 


v_^riz- D-tetrazoiyi 


ono A 
ZUZA 


4-T3ii 

toll 






l^rlZ 


i^riz-D-tetrazoiyi 




toll 


v^rlvJrl 




v^rlZ 


L^riz-D-tetrazoiyi 




toU 




L^xlvJVie) 


L^rlZ 


i^riz-D-tetrazoiyi 




toU 




L.rlZ 


L^rlZ 


l^C^J J^vU )KJr± 


ZUOA 


f T3ii 

toll 




L^rlZ 


L^rlZ 


s^\\J jy^yyJ JvJrl 


on'7 A 
ZU / A 


toll 




i^rlZ 


L^rlZ 


\^{\J jKJrl 


ZUoA 


4-1311 

toll 




l^rHlVie) 


L^rlZ 


\^{KJ jy^yyJ jyJrt 


ono A 
zuyA 


t13ii 

loll 






l^rlZ 


jy^ySJ )\Jjti 


o 1 n A 

ZlUA 


toll 






L^rlZ 


K^yyJ jKJri 


O 1 1 A 
Zl lA 


toll 


ecu; 




i^rlZ 




zxzjr\ 


to Li 




PT49 


v^jnZr 




213A 


tBu 


C(Me)OH 


CH2 


CH2 


CH(OH)C(0)OH 


214A 


tBu 


C(0) 


CH(Me) 


CH2 


CH(OH)C(0)OH 


215A 


tBu 


CHOH 


CH(Me) 


cm 


CH(OH)C(0)OH 
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fRii 






PT49 






IJ3U 




v^xXZ 


P149 
v-^lxZ 


P^'n^P^'O WW9 








^1^9 

V-^XiZ 


PT49 

\^n.z 


p^'^^pf^^^JW9 


9 1 QA 






PT-r9 

V^lxZ 


P149 
v-^mz 




99nA 








P149 


p/'n^p^'n MSI 149 


99 1 A 








PT49 

V^IaZ 


v^^^w ^V_^V.^ ^iNliZ 


999 A 


113 U 


v-^^ivie )\jri 


V-^ri^iVic ^ 


PW9 


\^V.^ /^V^ ^INXTZ 


99"^ A 






^149 


P1^9 


P14/'OT4^P^O^>JTT9 


99A A 


lI3U . 




i^nz 


P149 

i^nz 




99^ A 


11311 


l^^JVlc )VJrl 


PtT9 
V^ItZ 


PU9 




99/^ A 


IJDU 




v_-.iiv^jvie ^ 


PU9 


pw/'Ow^p/'n^N^^J9 


999 A 
ZZ //\ 


1X3 U 






PT-r9 
v^riz 




998 A 




v^^JVie )\Jr\ 




PU9 


PT-^/'0"w^p/'o^Mt^9 


99Q A 


ir>u 




pT-r9 
v_xriz 


PU9 


p/'r^\p /'O Mvr\/f 
v^l^w ^v^v^i^ ^iNiviez 


9'^n A 
ZJU/\ 


LDU 




^nz 




p/'0^p/'O^^JA7^<:»9 


ZJ l/\ 




y^ypric )\Jr\ 


PU9 


PU9 


p/'^^^p /'O \M\>f *»9 


9'^9 A 
Z jZ/\ 


LDU 




v^m^ivic ) 


PW9 


^iNiviez 


Zj J/\ 


113 U 




l^rHJVlc ^ 


PU9 
^HZ 


p/'0^p/'0^K^"^>^^a9 


9'^A A 


LDU 




i^n^ivic ) 


V-.11Z 


p/'0^p/'0^^^^>f#*9 




113 U 




PU9 


PT-I9 

v^nz 


Pl4/'PlW^p/Tl^^^lv/f#»9 




U3U 




PH9 


PU9 


pl4/'^lTT^p/'o^x^^/f^»9 


9*^7 A 
Zj //\ 


113 U 


v_-\^ivie )\Jl\ 


PW9 


PW9 


pp^^o^4^p/'O^M\/^P»9 


9^R A 


113 U 






PW9 


p^4/'pfcT-T^PiT^^^JK4^»9 


9*^0 A 


113 U 






PT-T9 
v^riz 


p^4^ow^p/'O^^J\4^^»9 


940 A 


L13U 


v^^ivie )\jri. 


v-.n^ivie ) 


P149 
v^nz 


P WlTlM^P/TlMSIA/f *»9 
V-rrl.^ JK^\\J jlH iVlCZ 


OAA A 


U3U 




P149 

v-^rrz 


P149 
v^riz 


PH9 PM9 P09 14 


9/19 A 


113 U 




ppr9 
v^nz 


PT49 
v^nz 


P149 P149 Pri9 14 
i^rxZv^rxZi^wZrx 


94.'^ A 


113 U 


i_^^ivic ^v^n 


PT-I9 

v^IiZ 


P149 
v^iaZ 


P149 P149 Pri9 14 
\^rxzv^rxZv^\-/Zjn 


244A 










PH2PH2P02H 


245A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2CH2C02H 


246A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


CH2CH2C02H 


247A 


tBu 


C(0) 


CH2 


CH2 


CH2CH2C(0)NH2 
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113 U 




r^H9 

V-^xxZ 


(^149 
V^ixZ 




9ilQ A 


II>U 




^^149 

v-*nz 


^iTZ 


PT49r^149r'/'OMsn49 
v-^nzv-rxzv-^^i-i ^in nz 




113 U 






^149 
V^ixZ 


r'T49r'i49r'/'nMsn49 




1X3 U 




v-^n^ivie ) 


1^149 
V^llZ 


149 r^T49 r^/Ti ^M149 
v^rizv»>.ri.zv>-.^\^ JIN xTZ 


0^0 A 


113 U 


v^\^ivic )\jri 


^n^ivic ) 


r'T49 
l^rlZ 


r^l49r^l49r^/'O^M149 




113 U 




v^riZ 


r^T49 
v_.riZ 


1^149 149 r^/'r>^MA/f**9 


O^A A 


113 U 




i^rlz 


r^T49 
L^rlz 


r^i49 r^i49 /^/'o^^^^y^<»9 
v^rlZl^rlZL^^d JINlViez 


A 


II3U 






v_rlZ 


r^l49 ^"149 ^^/'O^^J\yT^^9 


A 


113 U 




v^rHJVlc ^ 


L^rlZ 


^^l49^^l49^^/'O^M'^y^<»9 


A 


ll3U 






C-rlZ 


L^lT.ZL^rlZv_^V.V^jrNlVieZ 


O^Q A 


113 U 


v^^ jvie )\jri 


L^rH JVIC ^ 


r^l49 
v^rlZ 


r^T49 r'U'O r^/T^Mvnvyi <»9 
L^rlZL^rlZL^V.VJ JJN JVlCz 


0<kQ A 


IIjU 




v^rlZ 


r^i49 

\^rlZ 


i^xiZv-^riz- D- leirazoiyi 


ZOU/\ 


113 U 




l^rlZ 


^rlZ 


L^riZv^rlz-D-ieLrazOiyi 


ZOl A 






L^rlZ 


v^rlZ 


Criz v_.riz- J - tetrazoiy 1 


OAO A 


113 U 




L^rHIvie J 


v^rlz 


i^rizv^riz-D-ietrazoiyi 




113 U 




l^rHJVie ) 


r^u9 
i^rlz 


\^rizi-^riz-D-ieirazoiyi 




LoU 


\^V.iVie jKJrl 




r^i49 
v^nz 


r^l49r^l49 ^ t#:»fror7rkl\/l 

. v-.iiz\^riz-D-ieirazoiyi 


OA^ A 


113 U 




v^xlZ 


v-.rlZ 


v_^^lZ»^^vJ JZJVIC 


ZOOA 


1-1311 
1X3 U 




\^riz 


v^rlZ 


^^rizo^u jzjvie 


ZO //\ 


113 U 




r^iJ9 
l^riz 


r^i49 
l^rlZ 


r^l49 Q^'0^91V>f <a 


9Aft A 


113 U 




V^rl^lVlc^ 


v^riz 


l^rlZov.^ JZlVlc 


O^Q A 


113 U 




i^rivivie ) 


r^i49 
l^riz 


v^rizo(^\^ jzivic 


070 A 
Z /U/\ 


113 U 


i^v^ivie jKjri 


i^jn^vic 7 


r^T49 
^riZ 


r^l49 <i ^'0^9 \yT^» 


971 A 
Z / l/\ 


ir>u 




r^T49 

v_^riz 


r^149 
^xlZ 


r^l49 Q/'Pl^X/f/* 


979 A 
Z / Z/A. 


L13U 




^•149 
V^xT-Z 


r*i49 
v^jnz 


149 Q /'09 \/f <a 


97^^ A 


113 U 


^^^ivie^wri 


r^i-i9 
v^riz 


L^ilZ 


1^149 ^/TlMV/f** 


97/1 A 


113 U 




v^riv^ivie ^ 


r^T49 
\^rlZ 


^rizov^v-i jivie 


97S A 


113 U 




v^ri-v^ivie ) 


^149 


r'149Q/'ri^Ayfia 


976 A 


tuu 






P149 




277A 


tBu 


C(0) 


CH2 


CH2 


CH2CH2S(0)2Me 


278A 


tBu 


GHOH 


CH2 


CH2 


CH2CH2S(0)2Me 


279A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2CH2S(0)2Me 
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tRii 




V^lX^lVlC J 


PH9 

V-^XXZ 


PH9PH9S^'n'k9MR 


281 A 


tRii 




v^xx^ivxc / 




r'H9PH9SrO'l9Me 


2R2A 


tRu 




V^X Xy^lVX^^ J 


0^149 

V-^Xl.^ 


PH9PH9SfO'i9Me 




tRii 




PH9 


PH9 


P149 PH9 ^ r^O^Mp 

V_-.XXZ^XXZ.Oy ^IVIC 




tRu 


\ ^X XV-/X X 




PH9 

V^l x^ 


Pl-r9PH9 S^'O^Mp 
^xxzv^xxzo^v^ yivxc 




tRii 




PH9 


PR9 


PH9 P149 <\ r n'iMp 




tRii 






PH9 


Pl-r9P149 ^/TI^A/fp 


9R7A 


tRn 




v^xx\^ivic y 




PT49 PT49 9 rO^Mp 
\^xxzv^rxzo^^w ^ivic 


9RRA 


tRii 

LOU 




v^xTl\^lVlC ^ 


P149 


PH9P149 ^fTI^N/fp 




tRii 




1^149 
v_^rxz, 


P149 


PH9 PT-f9 P149 ^ tC%yy \Af^ 


90nA 


tRii 


\^xxV-/xx 


PH9 


P149 


PT-f 9 PH 9 PH9 ^ ^"0^9 liAf* 


901 A 


fRil 


V^V^IVIC ^ wxx 


r*149 
v^xxZ- 


PH9 


P149P149P149 ^/'n^9\/rp 


9Q9 A 


tl^ll 

U3U. 




v^xn^ivie J 


P149 


P149 p W9 p W9 Q /'Pi^9 \/r p 

l^nZl^rxZv-.xxZov^W JZlYlc 




113 U 




v^xn^ivie ) 


P149 


PH9PW9PW9 <5/'0^9\/r*» 
V-.^xT.Z^xxZVw'XxZov^W ^zivie 


904 A 


LO Li 


v^V.^'^A*^ y Wxx 




PH9 


PT-r9PT49PW9 ^^n^9\/rp 


90S A 


tRn 

ID LI 




PW9 


PT49 


P149P149P149 <s^'O^K4p 


9Q^A 






^149 
v-.xxZ 


P149 


Pl-f9 P149 PT49 <i ^Tl^X/f p 


907 A 


L£>U 




(^149 
v^xxZr 


P149 


P149 P149 P149 ^ CChWAf^ 


90RA 


LOU. 




v-rXX^lYlC ^ 


P149 


PT-f9P149 P149 ^ rri^A/Tp 


900A 


tRii 

LOU 






PT49 


PM9 PH9 PM9 ^/TI^Mp 




tRii 

LO U 




V-^xx^lVlC ) 


P149 


PM9 PH9 PH9 ^ fC^W/ft^ 




tRii 

LOU 




PM9 


PT49 


PW9<s/'n^9Ft 


^^09 A 


tRn 

LO U 




PH9 


P149 


PT-l9<\^'n'i9Pt 




tRn 

LO U 




V IX 


V AXZ 


PH9Srn^9Ft 


^04 A 


tRn 

LO U 




V-^XXV^IVIC ^ 


P149 


P149^rn'i9Ft 




tRn 

LOU 






PH9 


P149^/'n^9Pt 




tRn 
LO U 




^xxv^ivic J 


PT49 


P149^^'0^9Pt 


107 A 


tRn 

LOU 






P149 


PH9^rn^Ft 


308A 


tBu 


CHOH 


CH2 


CH2 


CH2SfO'iEt 


309A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2S(0)Et 


310A 


tBu 


C(0) 


CH(Me) 


CH2 


CH2S(0)Et 


SUA 


tBu 


CHOH 


CH(Me) 


CH2 


CH2S(0)Et 
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IJLJ tl 






CW1 

V^xX^ 


V^X X^O ^ V f*-*^ 






C(0^ 


CH2 

v^x xx> 


CH2 

v^x x^ 


CH2CH2SfO'^2Et 


314A 


tRu 

LX^ U 


CHOH 


CH2 


CH2 

v^x x^ 


CH2CH2SrO'^2Et 


315A 


tRii 

LX^ U 


CCMe^OH 


CH2 


CH2 

v^x x^ 


CH2CH2 S ('0^2Et 




tRii 




CHCMe'i 


CH2 

v^x x^ 


CH2CH2SfO'>2Et 

V^X XZ>v^X XZpV_/ y fa. 1 <L 


317A 

mJ X I ilk. 


tRu 


CHOH 

V-'X XV-/X X 


CHfMe^ 


CH2 

v^x x^ 


CH2CH2SrO'i2Et 


31 8A 


tRii 

LJ3U 






CH2 

V ^x x^ 


V ^X X^V^X XZ.Oy^V^ ^^X^L 


31QA 


tRu 


c((y\ 


CH2 


CH2 

V XX. ^ 


CH2CH2SrO'iFt 

V-'XXZ.V-^XXZ.O^V-/ ^X-/l 


320A 


tRu 

tXJ IX 


CHOH 


CH2 

v«-x x^ 


CH2 


CH2CH2SrO'iFt 

V^XTX^V^XX^O^V^ yX_^t 


391 A 


tRu 

LOU 


Crf'Mf^^OH 


CH2 

\ ^xxz. 


CH2 


CH2CH2 ^rO'iFt 
\^xx^v^rx^Oyvy yxz<L 


377A 


tRii 

LOU 




V^XX.^lVXO ^ 


CH2 
V xrx^ 


CH2CH2 ^^'O'iFt 

V^XXZ>V^XXZrV3^V/ JJL^t 


323 A 


tRii 

LOU 


CHOH 

V xrxv_/xx 


CH^Me^ 

V^'Xx^lVXC ) 


CH2 

V XX z. 


CH2CH2^fO'iFt 

V^XXZ'V^XX^O^^W ^X-/t 


324 A 


tRii 




V-'XX^IVIC ) 


CH9 


CH2CH9 ^^'O'iFt 

V>-.xx^v-'XlZ,0\^vy ^I-*L 


32SA 


tRii 

LO U 




CH2 


CH9 


CH9CH9CH2 ^/'0^9Ft 
v^jriz,\^xxZrV^rxz,ov^w ^^i^i 


326A 


tRn 
lO u 


CHOH 
v^xxv_/rx 


CH2 


CH9 


CH9CH9CH9S/'0^9Ft 
V-^xxz.v-^xxZr\_^irxz.ov^v-/ y^x^L 


397 A 


tRii 
to u 


c^'^/^f»^OH 


CH2 


CH2 


CH9CH9CH9 ^/'0^9Ft 

\^n.^V^xxZ.\^xT.Z.O\^V-/ ^ZrJJiL 


328A 


tRu 

LOU 




CHfMp^ 

V^XX^IVXC ) 


CH2 


CH2CH2CH2 SrO'i9Ft 


32QA 


tRn 




'"wi 1^1 VIC- J 


CH7 


CH?CH9CH99r0^9Ft 


330A 


tRu 

LOU 


C^'Mp^OH 


CHCMp'k 

X-'XX^lVXC ^ 


CH2 


CH9CH9CH9S('012Ft 

V ^XXZrV XX^V^XXZ«0^vy J^uUjV 


331 A 


tRu 

LOU 


C((y\ 


CH2 

v^x x^ 


CH2 


CH2CH2CH2SrO'kFt 

V-'XX^V-'XXZ.V-'XxZrO^V-/ JMSft 


332A 


tRu 

LOU 


CHOH 


CH2 

v^x x^ 


CH2 

v^x x^ 


CH2CH2CH2SrO'kFt 

\w'Xi.z.v-^xxz,\ ^xrxz.o^ ^xj/L 


333A 


tRu 

LOU 


CrMp'iOH 


CH2 

v^x x^ 


CH2 


CH2CH2CH2 S fO'iF t 
v-'Xx^v_^xxiirV--'Xn^o^v-/ yxjL 


334A 


tRu 

UXJ iX 




v^x x^ivxt^ y 


CH2 

v^x x^ 


CH2CH2CH2SrO'>Et 


33'SA 


tRii 

LO U 


CHOH 


CHrMp'k 


CH2 


CH9CH9CH9^fO^Ft 


336A 


tRu 

LXJ iX 


CrMe'iOH 


CHfMp'i 


CH2 

v^x x^ 


CH2CH2CH2SrO'iEt 


'Mil A 


tRu 

LXJ LX 




CH2 

v^x x^ 


CH2 

v^x x^ 


CH2SrO'i2iPr 

V^X X^kJ^V^ J^Lm. X 


338A 


tRn 


CHOH 


CH? 

V-'X x^ 


CH? 


CH9SrO'^9iPr 


339A 


tRu 

LXJ LX 


CfMe'iOH 


CH2 


CH2 


CH2SrO'i2iPr 


340A 


tBu 




CHfMe) 


CH2 


CH2SfO)2iPr 


341A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2S(0)2iPr 


342A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


CH2S(0)2iPr 


343A 


tBu 


C(0) 


CH2 


CH2 


CH2S(0)iPr 
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344A 


tBu 


CHOH 


CH2 


CH2 

X^X x^ 


CH2SfO'iiPr 

V^X X^kJyV^ 


345A 


tBu 


CCMe'iOH 


CH2 


CH2 


CH2Sf0^iPr 


346A 


tBu 




CHfMe^ 


CH2 

v^x x^ 


CH2SCOMPr 

v^xx^wyv^yxx X 


347A 


tBu 


CHOH 


CHCMe^ 

^^X X^llrXV.' J 


CH2 

v^x x^ 




348A 


tBu 


CfMe^OH 


^^X X^1.TX^ J 


CH2 


CH2SfO)iPr 

x_^X XAkiJ ^ XX X 


349A 


tBu 




CH2 


CH2 

v^x x^ 


CH2CH2S('0^2iPr 

v^x Xj<^v^x x^oy VVy^XX X 


3 50 A 


tBu 


CHOH 


CH2 

v^x x^ 


CH2 

V X x^ 


CH2CH2SrO'>2iPr 

V^X X^V^X X^O^V^y^XX X 


351A 


tBu 


CfMe^OH 


CH2 


CH2 


CH2CH2Sr0^2iPr 

v^x x^x^x x^wj^v^y^xx X 


352A 


tBu 




CH^'Me'i 

v-*x xy^ivxw J 


CH2 

VafX X^ 


CH2CH2S('0'k2iF^ 




tRii 


v_^x xv_yx X 




CH2 


CH2CH2SrO'i2iPr 


3S4A 


fRii 






CH2 

V.i.'X x^ 


CH2CH2S('0'i2iPr 

V^X X^\ — ^X X^O\^vy J^LL 1 




tRii 




CH2 

v>>x x^ 


CH2 

v>>x x^ 


CH2CH2SrOMT>r 

v^x x^v^xn^o^vy ^ix X 






CHOH 

V-'X xv_yx X 


CH2 

\ ^x x^ 


CH2 

Vw^X x^ 


C\^7 PH9 S rn i Pr 


357A 




CCMe'iOH 


CH2 

X-xX x^ 


CH2 

v_^x x^ 


V-'X X^V_^X X^O^^V^ 










CH2 


V^X X^V^X X.^O^vy 






CHOH 

V^X Xv^X X 




rH2 

v_--x xz* 


rH2r'H2Srn'>iPr 

\ x^^v xrx.^o^v-/ /AX X 


360A 


tRu 


CrMe'iOH 


V^X X^IVXW J 


CH2 

v^x x^ 


CH2CH2SrOMPr 


361 A 




cro> 


CH2 

v_^x x^ 


CH2 

V ^X IZ. 




362A 


tRii 


CHOH 


CH2 

V^rX x^ 


CH2 

v^x x^ 


CH2SrO'k2tRu 


363A 


tRu 


CCMe'iOH 


CH2 

v^x x^ 


CH2 

x^X X^ 


CH2SrO'i2tRu 


364A 


tRu 




V^X XyXYXti y 


CH2 

v^x x^ 


CH2SfO'k2tRn 


365A 


tBu 


CHOH 

V^^X XV^X X 


CHrMe'J 

V.>>X X^IVX^ 1 


CH2 


CH2Sr0^2tBu 


366A 


tBu 


CCMe'kOH 




CH2 

v^x x^ 


CH2SC0^2tRu 


367A 


tRu 




CH2 

v^x x^ 


CH2 

v^x xz^ 


CH2S(^0'itRu 

X — X X^O\^V^ J\,U L* 


368A 


tBu 


CHOH 


CH2 


CH2 

V ^x x^ 


CH2SCO'>tRu 

V.-'X X^ kj \^ V-' ^ LU LX 


369A 


tBu 


CCMe^OH 


CH2 


CH2 

v.^x x^ 


CH2Sr0^tRu 


370A 


tRu 




v^x xy^ivx^^ J 


CH2 

V— -X xz. 


CH2SrO'>tRu 


371A 


tBu 


CHOH 


CHfMe^ 

V.^'X Xy^XTXW J 


CH2 

v^x x^ 


CH2SrO'ltBu 

V-'X X^W \ V,^ J CX^ iX 


372A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


CH2S(0)tBu 


373A 


tBu 


C(0) 


CH2 


CH2 


CH2CH2S(0)2tBu 


374A 


tBu 


CHOH 


CH2 


CH2 


CH2CH2S(0)2tBu 


375A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2CH2S(0)2tBu 
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376A 


tBu 




CHfMe^ 

V^X XyItXw w 


CH2 

V-'X XiU 


CH2r'H2Sr'0'»2tBu 

V^X X^V^X X^hJ^V^ J£t\.MJ U 


311 A 


tBu 


CHOH 


CHfMe^ 


CH2 

v^x x^ 


CH2CH2SfO'>2tBu 


378A 


tBu 


CfMe'>OH 


CHCMe^ 


CH2 


CH2CH2SC0^2tBu 


379A 


tBu 




CH2 

v^x x^ 


CH2 

^^x x.^ 


CH2CH2 S rO'itR 11 

v^x xZrV.^x x^oy vy /LXJ lx 


3 80 A 


tBu 


CHOH 


CH2 


CH2 


CH2CH2SCO^tBii 

V^X XZ'V^X XZ^O^Vx J^XJ LI 


381A 


tBu 




CH2 

v^x x^ 


CH2 

v^x x^ 


CH2CH2Sr'OMRii 

V-'X X^V^XT^L>^V/ ^LXJ LI 


382A 


LJJ LI 




CHCMp^ 


PH9 


PH9PT49^r'nVRii 
\^xxz.\^rx^o J lo u 


383A 




CHOH 


^^x^y^ivxv^ J 


PH2 

v^x x^ 


PH9 PR9 ^/'D'itR 1 1 

V— 'Xx^V_-'XX^O\^V^ JtDlX 


3 84 A 




CrMe'lOH 


PHfMe'k 

V>>X X^IVX^ J 


PH2 

V.y'X X^ 


PH9 PR9 S r^O'kt R 1 1 

v.^xrx^\^xx^O\^vy ^ULJ IX 


38SA 


tRii 

LJJ LA. 




PH2 


PH9 

V XXZr 


PR9 P149 ^ ^0'^9 MR9 
s^xx^v^rx^o^v/^^i^ xi.^ 


3 86 A 


fRil 

V.MJ Lt 


CHOH 


PH2 

v^x x^ 


CH2 


P149PH9 C; /'0'^9MT49 
v^xx^v^xxZrO^vy j^rs 


3 87 A 


tFlii 

Vxj Li 


CfMe^OH 


PH2 

x.rf'X X^ 


CH9 

v^x x^ 


P149PH9^/'n^9MT49 


388A 


tRii 

LOU. 




PRfMp^ 


PH9 


PI49P1-T9 ^/'0^9TSIW9 


38QA 


tRii 

LXJ LX 




PWMp'i 

Vw^XXy^iVXC ) 


PH9 


P149 P149 <s /'n'i9 M1-T9 
\w'rxz.\--rxz.vj^i-/^z.iNxx^ 




tRii 

l-JJ Li 


N^^iVlt' y V-/X X 


V-»X X^iVXC' ^ 


P149 

V X xz« 


PH9 P H9 S ('0'k9 MR9 

v-.'XX^V-^xrx^0^v>'^Zri>lxT.^ 




tRii 




PH? 

V IX z. 


P149 


P149 P149 ^ r'0'iMR9 


3Q2A 


tRii 

LXJ Li 


V_'XXV-/XX 


PH9 

■ V xx^ 


PR9 


PR9PH9 ^/'nMsrH9 


393A 


tRii 

I u u 




PR9 


PR9 


PR9PR9 ^^'n'iNri49 


3 94 A 


tRii 




PHfMp'k 

^XX^IVIC ^ 


PH9 

\ XX z. 


PR9 PR 9 <\ /'n WM9 
v^xx^v^xx^o^vy jiyn^ 


395A 


tRii 

LU Li 


CHOH 

v^x xvyx^ 


v^x x^xvx& y 


PH2 


PR9PR9 Srn'iTMR9 


396A 


tRii 

LJJ Li 




PHrMp'i 


P149 


PR9PR9 ^/'nMMR9 


397A 


tRii 

LU Li 




PH2 

v^x x^ 


PH9 

\ X xz. 


PR9 PR9 S r'0'i9 MMp9 

v^xxZ«V^XX^O\vy ^Zri^iVXC^ 


398A 


tRii 

LJL9 Li 


CHOH 

V-'X XV-/X X 


PH2 

\ X x^ 


PH9 
v_^x x^ 


PR9PR9<5<'n^9NMp9 

\w^XXZ*V_.^XXZ.O\^W ^Xl>ilVXCZ, 


399A 


tRii 
Li 


V ^IVXt' ^V^X X 


PH7 
v^x x^ 


PR9 


PR9PR9 ^r'n^91SIMp9 

V^XX^V_xXX^O\^v-/ ^^I^IVXCZ, 


400A 


tRii 

Li 




V — X X^iVXt' ) 


PH2 

Xw'X xz« 


PR2PH2S('0'i9NMp2 

v^xrx^v_^xrxz-o^v_y yzri^iivxcz, 


401 A 


tRn 

LXJ Li 


CHOH 

v^x xvyx X 


V^X X^XVX^ ^ 


PH2 


PR9 P R9 ^^^^0^9 NMp9 

V^Xrx^V>'XrXj60^V/ ^^l^llVXC^ 


402A 


tBu 






PH2 

V X 


PR9PR9S/'0'I?NMp9 


403A 


tRu 

VXJ Li 


cro^ 


CH2 

v^x x^ 


PH2 

v^x x^ 


PR2PH9 S rO'>NMe2 

x_^X XZ^^^XXi^Oy^v^ ^l^XVXw^ 


404A 


tBu 


CHOH 


CH2 


CH2 


CH2CH2SfO)NMe2 


405A 


tBu 


C(Me)OH 


CH2 


CH2 


CH2CH2S(0)NMe2 


406A 


tBu 


C(0) 


CH(Me) 


CH2 


CH2CH2S(0)NMe2 


407A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2CH2S(0)NMe2 
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U>U 




eimYie ; 


eiiz 


erizetizocu ;iN jviez 




IJ3U 








i^C^ ;i-^iizoCv-i ;zjvic 




LOU 




v^nz 


eiiz 


ecu ;eiiZ3CU ;zivie 




lt5U 




v^xlZ 


eiiz 


ecu ;erizocu ;zjyic 


/1 1 O A 


lt>U 


ecu; 


eiicivie; 


erlZ 


ecu ;erizocu;zjYLe 


/I 1 A 


115 U 




eoCivie; 


erlZ 


ecu ;eiizocu ;zjYie 






L.CJYie;uji 


ericivie; 


C-rlZ 


ecu ;eiiZoCU;ZMe 


/1 1 ^ A 






eiiz 


eiiz 


ecu ;erizoc^;^^ 


A1 ^ A 


toll 


v^llUrl 


eiiz 


ewz 


ecu ;eriZoCU ;jYie 


/I 1 T A 


toll 




eiiz 


CrlZ 


ecu ;eiiZoCU;Me 


/1 1 Q A 


tuu 




eriCMe; 


CrlZ 


ecu;eriZoCu;ivie 


/I 1 O A 


ttsu 




eHCMe; 


UHZ 


ecu;eiiZoCu;Me 




toll 


C(iVle)(Jll 


/^T T/X >r^\ 

CrlCMe; 


CHZ 


ecu;eHzc>cu;Me 


/10 1 A 

4Zi A 


toll 


C(U) 


dlZ 


eiiz 


ecu;erizeHZoc^;'^M^^ 


4Z/A 


toll 


i^rlUrl 


UrlZ 


eiiz 


ecu;eiizeiiZoC^)'^M.^ 


4ZJA 


toll 


CtJVle)vJri 


enz 


UHZ 


ecu;erizeriZi3Cu;zivie 


4Z4A 


tr>U 




ericivie; 


UriZ 


ecu;erizeriZoCu;zjvie 


4ZDA 


loll 




UriCMe; 


CrIZ 


ecu;erizeiiZo cu;zivie 


AOA A 
4ZOA 


toll 


v-CMejUrl 


UriCMe; 


CrlZ 


ecu ;erizerizoCu;zMe 


Aon A 
4Z / A 


toll 




eiiz 


CrlZ 


ecu ;erizeiiZoCu;Me 


4ZoA 


4-13 11 

toll 


L.rllJll 


UrlZ 


eiiz 


ecu;erizeiiZoCu;Me 


A OQ A 

4ZyA 


toll 


L^CJViejvJrl 


eiiz 


CHZ 


ecu ;eiizerizocu;ivie 


4JUA 


toll 


ecu; 


enciVie ; 


eriZ 


ecu ;eiizerizocu ;ivie 


4 J lA 


toll 


eiiuii 


enciVLe; 


eiiz 


ecu ;eiizeiizocu ;jVLe 


4JZA 


toll 


ecJViejUri 


encJVie ; 


enz 


ecu ;eiizeriZo cu ; jvie 


A'X^ A 
4jjA 


toll 


ecu; 


Crlz 


dlZ 


enzenzeriZo cu;ziN riz 


4j4A 


4-0 11 

toll 


enuri 


eiiz 


CrlZ 


erizeiizeiiZo cu;z IN iiz 


4j3A 


toll 


ecjvie;uri 


eiiz 


CllZ 


erizeiizeiizocu ;ziNriz 




LOU 




v«-rT.\^ivie ; 


v>^nz 




437A 


tBu 


CHOH 


CH(Me) 


CH2 


CH2CH2CH2S(0)2NH2 


438A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


CH2CH2CH2S(0)2NH2 . 


439A 


tBu 


C(0) 


CH2 


CH2 


CH2CH2CH2S(0)NH2 
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lOU 






L^rlZ 


i^nZL^rlZL^rlZo JIN rlZ 




IJdU 






i^riz 


^rlZL^rlzv^rlZo^vJ jlNrlz 


AAO A 


1x3 U 




iw^rn^ivie J 


L^rlZ 


v^rizi^rizv^rizov.^ "Z 


AA'X A 


ir>u 






L^rlZ 


l^rlZl^rlZl^rlZovU JiNrlZ 


AAA A 


lOU 


L^ViVie^Url 


i^rHiVie ) 


t^rlZ 


ic^nZL^rlZv^rlZo^wjlN rlZ 










L^rlZ 


1 ,3»4-oxadiazolin-2-one-5-yl 




toU 






L-rlZ 


1 ,3»4-oxadiazolin-2-one-5-yl 




toll 






l^rlZ 


1 ,3 ,4-oxadiazolin-2-one-5-y 1 


AAQK 




C(0) 


/^T T/'X iT^N 

L.rl(JYle) 


UrlZ 


1 ,3,4-oxaciiazoiin-z-one-D-yi 


>i /in A 


tBu 


CrlCJrl 


i^T TXX 


/-IT 

UrlZ 


1 ,3,4-oxadiazolin-2-one-5-yl 


4DUA 


toll 


C(JVle}(Jrl 




UrlZ 


1 ,3»4-oxadiazolin-2-one-5-yl 


/I ^ 1 A 


toll 






UrIZ 


1 ,3»4-oxadiazolin-2-thione-5-yl 


/I A 

4!) 2 A 


toll 


CiiUrl 




CrlZ 


1 , J,4-oxaaiazolin-Z-tnione-D-yi 


A ^'2 A 


toll 






CrlZ 


1 ,3»4-oxadiazolin-2-thione-5-yl 


/I A 

4D4A 


toll 


C((J) 


Crl(Mej 


UrlZ 


1 ,3 ,4-oxadiazolin-2-thione-5-yl 


/I A 

43DA 


toll 






UrlZ 


1 ,3>4-oxadiazolin-2-thione-5-yl 


A A 


ir>u 






v^riZ 


1 ,3 ,4-oxadiazolin-2-thione-5-yl 


/I ^"7 A 

4D / A 


toll 


C(0) 




UrlZ 


iniidazolidine-2,4-dione-5-yl 


4joA 


toll 




UriZ 


UrlZ 


imidazolidine-2,4-dione-5-yl 


/I A 
4DyA 


toll 


C(lVle)Url 


CrIZ 


UrlZ 


imidazolidine-2,4-dione-5-yl 


AiiCi A 

4oUA 


toll 


C(0) 


Crl(JVle) 


UrlZ 


iniidazolidine-2,4-dione-5-yl 


Af^l A 
401 A 


toll 






L^rlZ 


iniidazolidinc-2,4-dione-5-yl 


40ZA 


toll 


L^l^IVie )KJr\ 


L^rHiVie J 


L.rlZ 


iinidazolidine-2,4-dione-5-yl 


A^^ A 


tx>u 




v^rlZ 


CrlZ 


isoxazol-3-ol-5-yl 


A 


loll 




L^xlZ 


i^rlZ 


isoxazol-3-ol-5-yl 


A 


toll 




V-^JlZ 


v^rlZ 


isoxazoi-j-oi-j-yi 


466A 


tBu 


C(0) 


CH(Me) 


CH2 


isoxazol-3-ol-5-yl 


467A 


tBu 


CHOH 


CH(Me) 


CH2 


isoxazol-3-ol-5-yl 


468A 


tBu 


C(Me)OH 


CH(Me) 


CH2 


isoxazol-3 -ol-5-yl 
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Claim 6. (currently amended). A compound of Claim 1 or a 
pharmaceutically acceptable salt or an ester prodmg derivative thereof represented by 
the formula: 




where said compound is selected from a compound code numbered IB thru 162B, with each compound 
having the specific selection of substituents Rg, R^, Lj, L2, and L3 shown in the row following the 
compound code number, as set out in the following 
Table 3 : 

Table 3 





Rb 


L3 


L2 


Ll 


Rc 


IB 


tBu 


C(0) 


CH2 


0 


-C(0)NH-CH2-C(0)0H 


2B 


tBu 


CHOH 


CH2 


0 


-C(0)NH-CH2-C(0)0H 


3B 


tBu 


C(Me)OH 


CH2 


0 


-C(0)NH-CH2-C(0)0H 


4B 


tBu 


C(0) 


CH(Me) 


0 


-C(0)NH-CH2-C(0)0H 


5B 


tBu 


CHOH 


CH(Me) 


0 


-C(0)NH-CH2-C(0)0H 


6B 


tBu 


C(Me)OH 


CH(Me) 


0 


-C(0)NH-CH2-C(0)0H 


7B 


tBu 


C(0) 


CH2 


0 


-C(0)NH-CH(Me)-C(0)0H 


8B 


tBu 


CHOH 


CH2 


0 


-C(0)NH-CH(Me)-C(0)0H 


9B 


tBu 


C(Me)OH 


CH2 


0 


-C(0)NH-CH(Me)-C(0)OH 


lOB 


tBu 


C(0) 


CH(Me) 


0 


-C(0)NH-CH(Me)-C(0)OH 


IIB 


tBu 


CHOH 


CH(Me) 


0 


-C(0)NH-CH(Me)-C(0)OH 


12B 


tBu 


C(Me)OH 


CH(Me) 


0 


-C(0)NH-CH(Me)-C(0)OH 


13B 


tBu 


C(0) 


CH2 


0 


-C(0)NH-CH(Et)-C(0)OH 


14B 


tBu 


CHOH 


CH2 


0 


-C(0)NH-CH(Et)-C(0)OH 


15B 


tBu 


C(Me)OH 


CH2 


0 


-C(0)NH-CH(Et)-C(0)OH 


16B 


tBu 


C(0) 


CH(Me) 


0 


-C(0)NH-CH(Et)-C(0)OH 


17B 


tBu 


CHOH 


CH(Me) 


0 


-C(0)NH-CH(Et)-C(0)OH 


18B 


tBu 


C(Me)OH 


CH(Me) 


0 


-C(0)NH-CH(Et)-C(0)OH 
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1 on 


IJ>U 




^riz 


r\ 
\J 


^^/'O^^J^4 r*f\Af*\^ r^trvicwj 






P14014 


i^riz 


r\ 
KJ 


r'/'OMMi-T ^•/'^/f#a^^ cfcvsCM^ 

~K^\KJ ^INn-^^^lVlC )2~K^\\J jKJri 


Zl£> 


113 U 




v-^nz 


r\ 
\J 


^'/'O^^^H p/'^/T^*^^ ctd^nvi 


ZZD 


113 U 




v^rH^ivie; 


r\ 
\J 


^^/'O^Ml-f r^c\At>\^ 




113 U 




v^rn^ivic ) 


r\ 
\J 


r^/Ti^MVT ^'^\Af>\^ r^/'o^ou 


Z^15 


113 U 




\<^rn^ivie ) 


r\ 
\J 


r^/OMMT-T ^^/'^y^<a^-. r^fr\\r\u 


ZOx> 


113 U 




L^rlZ 


r\ 
kJ 


/^/o^K^T-^ r^\AAtT^t\ r^^r\\r\u 
'K^yKJ ^INrl-i^JYieCiit jKJri 


zOo 


ldU 




L^rlZ 


r\ 
kJ 


i^tcwKH-j r^iv/forcA r^trwrxu 


z /u 


ll3U 




^^rlZ 


r\ 

KJ 


/^/OMMTJ r^\AA/'T^t\ r^/f^\f^\J 

-K^(kJ )r*ri-K^WiCycX )-K^{KJ jKJri 


Zol5 


4-13 11 

toll 




L.rHJVie J 




i^/c\\j\jxj r^x/fr»/"Ci-\ r^/rwr\xj 


ZVrJ 


ll3U 




L^rHJVie ; 


KJ 


r^/'^^\Knu i^\At»^j^t\ f^frwi^xj 
'K^(kJ ;iN rl-v^JVieCiit J-i^^O JKJrl 




ll3U 


l^^lvie )yJr\ 


L^rHlYie ) 


KJ 


r^/T^\KiTj r^\Aci/'T^t\ r^/Twr^jj 


J ID 


«-13ii 
113 U 


ecu; 


v^riz 


r\ 
KJ 


"K^{KJ )r^r±-y^ri{^r )-k.(kJ )KJr± 


:5zr> 


tr>U 


CrlCJrl 


Urlz 


KJ 






tl3U 


U(JVle)Url 


Urlz 


KJ 






toll 






KJ 


-L.(kj )JNrl-CrHr' j-UQiJ )KJr± 




ir>u 






r\ 
vj 






toll 






r\ 
KJ 


-\^{^J)r^ri'%^ri(r)'K^(KJ )KJr± 


'^'713 


toll 




L^rlZ 


r\ 
KJ 


-K^KKJ ;JN W-ChlCUr'sJ-L.CU )KJrl 


DOD 


toll 




l^rlZ 


KJ 


-K^\\j )rHs±'%^i±\K^r'i)-K^\KJ )Kjri 


J^D 


toll 


L^CJVie JUrl 


L^rlz 


KJ 


-k^(kJ jlNrl-CrHi^r 3 ^-C^iJ jKJri 




toll 




v_,rHJVie J 


KJ 




^lD 


f T3i 1 
LOU 




v^rlv^lVie ) 


KJ 


-V^^U ;r>lrl-exTCL^r3;-L^CL>? JKJrl 


4Zl5 


toll 




drUJVie J 


KJ 


-k^(k) )JNrl-Crl(Ur3;-U(U jUri 




toll 




i^rlZ 


r\ 
KJ 


r^/TWKJu r^i-jtr\u\ r^fi^\du 
-\^\KJ JIN rl-l^mUrl J-C.CvJ JKJrl 




tT3ii 
1x511 






kj 


r^rr^\jsjjj r^T-j/'ou^ ^^/'O^OT-^ 




toll 




1-.J1Z 


KJ 


/^/i^xxTTT r^\j/r^rj\ ^^/T^^Ol-I 


46B 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NH-CH(OH)-C(0)OH 


*T / X> 


LOU 




v^n^ivic ; 


r\ 

KJ 


p/r\^M14 r'WOH^ P/Ti^nPf 
-^V^ jiNri-i^ri^uri j-k^\kj jKjn 


48B 


tBu 


C(Me)OH 


CH(Me) 


o 


-C(0)NH-CH(OH)-C(0)OH 


49B 


tBu 


C(0) 


CH2 


o 


-C(0)NH-CH(cyclopropyl)- 
C(0)OH 
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D\JD 


toll 








-C(iJ )iNri-L.rHcyciopropyl}- 
C(0)OH 


CIO 


^-D « « 


L,(lYle}Url 




u 


-C(iJ;IN H-Url(cyclopropyl)- 
C(0)OH 


COD 


♦ D < a 

toll 


C(0) 


Crl(Me) 


u 


-C(U)iN H-CJrl(cyclopropyl)- 
C(0)OH 


COD 


tBu 


CHUH 


CH(Me) 


0 


-C(0)NH-CH(cyclopropyl)- 


j4U 


toll 


V^^lViejdrl 


/^TT/A>f-i\ 


IJ 


-Uv,v-i)lNi rl-CriQcyciopropy 1)- 


CC13 


I'D 11 

toll 






u 


r^/r\\i\ixj r^Tj/\AA\ r^frwrvu 




toll 






vJ 


/^/o^K^u r^'uif\Ao\ r^^rwr^u 




toll 


L^^JViejvJrl 




LI 


/^/TWKii-j /^iu/A>f£»\ r^/Twrwj 


CQT5 


toll 








/^/^^^^KTl-^ /~^is/'iiAa\ ^^^^\\^^XJ 


COD 


tr>u 




dHJvie ) 




/~^/T^^^TT-^ r^jj/'\A£*\ r^/rwrsjj 


OUJ3 


toll 








^^/^^^KTIJ r^ur/A/ro\ ^/T^\r^iu 


Dio 


toll 




^riz 


KJ 


r^trwKijj r^/\At>\^ r*^/T^\rMJ 


OZx5 


toll 




u.riz 


r\ 






«-Dii 

toll 




i^xlZ 


\J 




A/ID 


toll 






r\ 
KJ 




ACD 


#-Dii 

toll 




v_,rHJYie ) 


r\ 


-k^\kJ JIN rl-L.^JVie )2'^yy^ )\jri 


000 


toll 


t^v.JViejv^ii 


r^Tj/KAc^^ 


KJ 




D /I5 


LOU 




v^riz 


r\ 
KJ 


^^^^^\K^X4 ^^TH/'A/^o^ ^^/'o^^^tr 


O015 


10 U 




L^rlZ 




r^/T^MviT-i (^'c^\Af^\ r^/'(^\r\jj 


AOD 


LOU 


Lx^JViejvJrl 


L^rlZ 


KJ 


r^^r^\K\'i-j ^^T^^\AtA\ r^iT\\r\u 


/Ux5 


LOU 






r\ 
yJ 


^^/'^^^MT-^ r^T^/'\Af^\ ^^/o^OT-^ 


/ 113 


lou 




r^j-if\A^\ 
L^mivie j 


r\ 
w 


i^/r\\vT"Lj c*T7^\At^\ i^/r\\r\j^ 


/ZD 


toU 


L^^JVle^Url 


l^rHlYie ) 




r^/OMSJXJ r^vi/\Ac>^\ r^/rwi^vj 




LOU 










74B 


tBu 


CHOH 


CH2 


0 


-C(0)NH-C(Me)(CF3)-C(0)0H 


75B 


tBu 


C(Me)OH 


CH2 


0 


-C(0)NH-C(Me)(CF3)-C(0)0H 


76B 


tBu 


C(0) 


CH(Me) 


0 


-C(0)NH-C(Me)(CF3)-C(0)0H 
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1 /JtJ 


toll 




CrlCMej 


r\ 
\J 




/po 


LDU 






U 






4-T}i« 


ecu; 




\J 




oUrJ 


tr>U 






r\ 
\j 






4-T3 « 1 
LDU 


C(JVle)Url 


Crlz 


(J 




82B 


tBu 


C(0) 


CH(Me) 


O 


-C(0)NH-C(Me)(OH)-C(0)OH 








V^X X^IVXW ^ 


o 




84B 


tBu 


C(Me)OH 


CH(Me) 


O 


-C(0)NH-C(Me)(0H)-C(0)0H 


85B 


tBu 


C(0) 


CH2 


O 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


86B 


tBu 


CHOH 


CH2 


O 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


87B 


tBu 


C(Me)OH 


CH2 


O 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


88B 


tBu 


C(0) 


CH(Me) 


O 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


89B 


tBu 


CHOH 


CH(Me) 


o 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


QOB 


tRii 




V^X X^1tX& J 


o 


CrMeVcvclonronvnCOoH 




tBu 


C(0) 




O 


-C(0)NMe-CH2-C(0)0H 




toU 


/^T T/"\T T 

CrKJrl 


CrlZ 


CJ 






tBu 


C(iVie)CJrl 




r\ 
\J 


-C(U)NMe-CH2-C(U)Url 




4-T3 1 

tr>u 


C(0) 


d-l(Me) 


r\ 
yj 


-C(U)NMe--CH2-C((J)L)hl 




tBu 


CHUri 


Crl(JVle) 


U 


-C(U)NJVle-Crl2-C(U)CJrl 


yor> 


IDU 


C(Me)(Jrl 


/^T T/A >r^\ 

Crl(Me) 


r\ 
U 


-C(U)JN JVle-CH2-C(U)(Jhl 


97B 


tBu 


C(0) 


CH2 


O 


-C(0)NMe-CH(Me)-C(0)OH 


98B 


tBu 


CHOH 


CH2 


o 


-C(0)NMe-CH(Me)-C(0)OH 


99B 


tBu 


C(Me)OH 


CH2 


o 


-C(0)NMe-CH(Me)-C(0)OH 


lOOB 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NMe-CH(Me)-C(0)OH 


lOlB 


tBu 


CHOH 


CH(Me) 


o 


-C(0)NMe-CH(Me)-C(0)OH 
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tT3ii 






\j 






t13ii 
LDU 






r\ 
KJ 






t-13ii 






r\ 
\J 




IKJDD 


t13ii 


V^^ivie )\Jri 




r\ 




lUOD 


tT3ii 






r\ 
vJ 






tT3ii 




v^riv^i^ic J 


yj 




lUoo 


t13ii 

loll 




v^rnivie ) 


r\ 
\J 


-v-^^L/ ^INivie-V-^rHr j^rl 




t>I3i« 






r\ 
w 


r^/'OMVFAAo r^i-f/'r^T7*\ r^/r^M^u" 




i-T3i-i 
LDU 




L^rlZ 


<^ 




1 1 113 
i 1 ID 






Urlz 


(J 






lou . 




V-^rH^VlC ) 


\J 


r^trwKTK/io ^^TJ/'OT^^^ r^/'r^\/^T-i 


1 1 


4-0 mi 

IdU 


l^rlUrl 


v^rl(lVle) 


U 




1 1 /1 13 

1 1415 


toll 






u 




1 1 ^13 


1-13 1 1 

ttJU 




\^rlz 


U 


/^/^^^KTA/f£» r^u/TM-iN /^/T^\rM-r 


1 10l3 






l^rlZ 


U 


/^//^MvTA/f^ f~^xj/'r\u\ r^/'r^\r\xj 


I 1 T'Q 

I I /O 


ixJu 




CrlZ 




/^//^\XTAyf^» /^J-I/r\U\ 


118B 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NMe-CH(OH)-C(0)OH 


1 1 Q13 

iiyo 


toll 




Url(JVle; 


U 


/^//^\XTA>f^ /^U/Z^UN Z^//^\/^lJ' 


120B 


tBu 


C(Me)OH 


CH(Me) 


o 


-C(0)NMe-CH(OH)-C(0)OH 


121B 


tBu 


C(0) 


CH2 


o 


-C(0)NMe-CH(cyclopropyl)- 
C(0)OH 


IZZd 


tBu 


CxiUH 


dl2 


CJ 


-C((J)N Me-CH(cyclopropy 1)- 
C(0)OH 


IzirJ 


tBu 


C(Me)OH 


Crl2 


u 


-C(0)NMe-CH(cyclopropyi)- 
C(0)OH 


12413 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NMe-CH(cyclopropyl)- 

C(0)OH 


12Dl> 


tBu 


CHUH 


CH(Me) 


o 


-C(U)iNMe-CH(cyclopropyl)- 


126B 


tBu 


C(Me)OH 


CH(Me) 


o 


-C(0)NMe-CH(cyclopropyl)- 
C(0)OH 


127B 


tBu 


C(0) 


CH2 


o 


-C(0)NMe-C(Me)2-C(0)0H 
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tBii 


CHOH 


V^X x^ 


o 


v^^vyyi^ivxw v^^ivxc^ v-'^\-/^v-/xj. 


12QB 


tBil 




PH2 

v^x x^ 


o 


-cro'^NMe-prMe'io-prn^nR 


HOB 


tBil 

LXJ Li 




V^X X^lTXt^ ^ 


o 


-PrO'^NMe-PrMe'^o-Pr'n'^OR 


1 '^1 R 


tBil 

LXJ Li 


PVTOH 

V_^X XV-/ XI 


^XX^lVXC J 


o 


-Pr'O'iNrMp-prMp'i^-P/'n^OR 


X ^ 


tBil 
lU Li 


\ y^lVXC' JK^L 1 


\ X xy^ivxc J 


o 


-PrO'iMMp-PrMp'io-P^'n'iOR 


X J J xj 


tBn 

tXJ Li 




PR2 


o 


-PfO'lNMp-PFrMp'i-PfO'iOR 


X J*tXJ 


tBil 


\— 'XX-VyXX 


PH9 




-PrOMSIMp-PF^'Mp'k-Pr'n'inR 




tBn 




PR? 




-PrOMSJMp-PF/'Mp^-Prn'^nR 




tBn 
LOU 




V-^xx^lVXC ^ 




-PrO^MMp-PF^'Mp^-P/'O'iOR 


1 '^7B 


tRii 

lOlX 


PMOTT 

\-»n.v-/xx 


v-rin^ivxc ^ 


n 


-p^o'^^^^/^p-PF^^/^p^ p/'O'^or 


1 '^RB 
X JOJD 


tBil 

LOU. 




PH^Mp^ 

V^xT.^lVXC J 


n 


-p^o^^^^/^p-PF^'^/Tp^ p/Ti^OR 


1 '^QB 

X J^£> 


tBn 

LOU 




PR9 




-P/'OWA/Tp-P/'Mp'i/'PF^'^-P/'n'inR 


MOB 


tBn 

LO U 




PR9 


n 


-Prn'^MMp-PrA/fp^^'PF->^ Pr^O^OR 


1 41 B 

XH- 1 0 


LO U 




PR9 


n 




1 49B 


fRn 
lOU 




PR/'M^*^ 

v-^n^ivxc J 






14'^B 

XtJlJ 


tRn 
LoU 


PROW 

Vw^Ii.V-/XX 


PR/'A/Ip^ 
^^xx^lVlC J 


W 




I^LIB 

Xf+XJ 


tBn 
LOU 


V-^^IVXC ^wxx 


PRrMp'i 


o 


-P/'^^^J^/fp-P^'^/fp^^'PF',^-P^^^^R 

ivic-v_x^ivxc ^v,^ "3 J ^\\^ jKjn 




tBn 

LOU 




PR9 




-PrOMSJA/fp-PrA/fp'^/'OR'^-P^'O^OR 


M^B 


tRn 
LOU 


V-*-xxv-/rx 


PR9 




-prnMsiA4p-p/'A/fp^/'nR^-P/'n^nR 


147B 
xt / o 


tRn 
LOU 




PR9 




-P/'n^MA/fp-Pi'A/fp'kroR'fc-p^n^nR 


148B 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NMe-C(Me)(OH)-C(0)OH 


140B 
1H!7X5 


tRii 
lOU 




PR^M^p'i 


V-/ 


-v^^^w ^iNivie-i>^i^ivic^^vjxi^-i^v,^ jKjrx 


150B 


tBu 


C(Me)OH 


CH(Me) 


o 


-C(0)NMe-C(Me)(OH)-C(0)OH 


1 ^1 R 


lOU 




LxXlZ 




-K^yyj jiNJVie-i^^J^Ae^^cyciopropyi )^ 
C(0)OH 


1 


loll 






r\ 
KJ 


-\^\kj ^jn ivie-L^^ivie j^cyciopropyi )- 
C(0)OH 


13^13 


loU 


v-^JVie jKJri 


V^xxZ 




jJNiVxe-1-.tJViexcyciopropyi j- 


154B 


tBu 


C(0) 


CH(Me) 


o 


-C(0)NMe-C(Me)(cyclopropyl)- 

C(0)OH 


155B 


tBu 


CHOH 


CH(Me) 


o 


-C(0)NMe-C(Me)(cyclopropyl)- 
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ceo^oH 


156B 


tBu 


CfMe'lOH 




o 


CfO)OH 


157B 


tBu 


C(0) 


CH2 


o 


-CfOVNfMeV5-tetrazolvl 


158B 


tBu 


CHOH 


CH2 


o 


-CfOVNfMeVS-tetrazolvl 


159B 


tBu 


C(Me)OH 


CH2 


o 


-C(0)-N(Me)-5-tetrazolyl 


160B 


tBu 


C(0) 


CH(Me) 


o 


-C(0)-N(Me)-5-tetrazolyl 


161B 


tBu 


CHOH 


CH(Me) 


o 


-C(0)-N(Me)-5-tetrazolyl 


162B 


tBu 


C(Me)OH 


CH(Me) 


o 


-C(0)-N(Me)-5-tetrazolyl 



Claim 7. (currently amended). A compound of Claim 1 or a pharmaceutically 
acceptable salt or an ester prodrug derivative thereof represented by the formula: 




where said compound is selected from a compound code numbered IC thru 162C, with each 
compound having the specific selection of substituents Rg, F^, Lj, L2, and L3 shown in the row 

following the compound code number, as set out in the following 
Table 4: 



Table 4 





Rb 


L3 


L2 


Ll 


RC 


IC 


tBu 


C(0) 


CH2 


CH2 


-C(0)NH-CH2-C(0)0H 


2C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NH-CH2-C(0)0H 


3C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NH-CH2-C(0)0H 


4C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH-CH2-C(0)0H 


5C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)NH-CH2-C(0)0H 


6C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH-CH2-C(0)0H 


7C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NH-CH(Me)-C(0)OH 


8C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NH-CH(Me)-C(0)OH 


9C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NH-CH(Me)-C(0)OH 
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1 nr^ 


LDU 






i^nz 


^^/'O^Ml-I ^'14/'lv/f<»^ ^^/'^^^ou 


1 ir* 


loll 






v^xlZ 


r^trwhTu r^i4/'iv4#*\ r^/'OM^u 


1 Of^ 


IJ3U 


l^V^JYie ^l^rl 


i^ri^Yie ^ 


v^rlZ 


r^tawru r^/'i^\rw 


1 ir^ 
1 Jv^ 


lr>u 




L^rlZ 


l^rlZ 


r^trwKriJ r^\j/'x^t\ r^/rwavj 


1 Ai^ 


iDU 




i^rlZ 


v_.rlZ 


r^/f^wnj r^ij/'T^t\ r^tr\\r\j^ 


1 


l£>U 


L^^iVie jvJri 


L^rlZ 


v^rlZ 




1 Aii^ 


tou 


C((J) 




L^rlZ 




1 nr^ 
1 /i^ 


loU 


l^xlUH 




\^riz 




1 CO 


toU 




Crl(JYlej 


v^xlZ 




1 o/^ 






Crlz 


l^rlZ 


-CvvJ JIN H-C(Mej2-V-'C\J jUrl 




tbu 




Urlz 


v^rlZ 


-U(%J )iNH-U(JVle)2-^C^J^W 




txiU 




l^rlZ 


L^rlZ 


-U(U;lNhl-C(JVle)2"^(^J^Al 


ZZL. 


tr>U 


C(0) 


Crl(iVlej 


CrlZ 




ZJC 


trJU 




Crl(JVlej 


CrlZ 


-U(U)lN H'L^{NiC)2-^\SJ)yJri 


Z4U 






/^T T/X iff ^\ 


CrlZ 


-C(U;Nll-C(JVle)2"^C^)^W^ 


ZDU 


lOU 


C(0) 


Criz 


CrlZ 


/^/'/^\XTl_r r^Ti.A^/'C4-\ f^/f~W/~\T-I 


zo^^ 


toll 




L^rlZ 


v^rlZ 


/^/T^^KTU ^^A/^ia/'TI74■^ 


Z /t^ 


wu 




v-.rlZ 


CrlZ 


r^/TWjKTLi i^\A£:%/j^i-\ r^^rwi^xj 


ZoC 


tx>u 








i^/^rWKTLJ /^'KA^/T^*\ ^/"/^x^TT 

JIN rl-CMe(rit J-C^lJ )\Jt± 




lOU 






CrlZ 


r^^r\\i\jxj /^■^yf^/l:74■^ r^trwrwj 
JINrl-ClVle(iitJ-C(<J JvJrl 




toll 


/^/A if ^\/^T T 

C^JVleJUrl 


01U/A^z»\ 


CrlZ 


r^/'r^\isjxj OA>f^/'ir4-\ /^/'/^\/^i_r 


1 


toll 




L^rlZ 


CrlZ 




JZl^ 


i- 112 11 

toll 




L^rlZ 


UrlZ 


-l^^U JINrl-\^rl(^r' J-l^^O )yJrl 




♦15 1 1 

toll 


L.iJVie)vJrT 


l_.rlZ 


UrlZ 


JINn-L^rt^r J-U(OJOrl 




4-13 11 

toll 






l^rlZ 


-i^^U JJNrl-L^rHr j-i^v,vJ JvJri 




LOU 






L^rlZ 






loU 




v^rHJVlC ) 


V^rlZ 






4-011 

loU 




L^rlZ 


CrlZ 






toil 






v^rrz 




39C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NH-CH(CF3)-C(0)0H 


40C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH-CH(CF3)-C(0)0H 


41C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)NH-CH(CF3)-C(0)0H 
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42C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH-CH(CF^)-CfO)OH 


43C 


tBu 


C(0) 


CH2 


CH2 


-CfO)NH-CH(OHVCfO)OH 


44C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NH-CH(OH)-C(0)OH 


45C 


tBu 


C(Me)OH 


CH2 


CH2 


-CfO)NH-CHfOH)-CfO)OH 


46C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH-CH(OH)-C(0)OH 


47C 


tBu 


CHOH 




CH2 


-CfONH-CH^OHVCfOIOH 


48C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH-CH(OH)-C(0)OH 


4Qr 


tRii 






PH2 


C(0)OH 




tRii 


CHOH 


PH7 


PH9 


K-'V.^ ^l^xx'V^xx^V.'yCi^J^liJ^jrl )~ 

C(0)OH 


SIP 


LDU 






PH9 


C(0)OH 




LOU 








"V^v,^ ^i>irx-\^xrx^cyciupropyi )- 
C(0)OH 










P149 

V XX 




54C 






CHrMe^ 


PH2 

v^x x^ 


CfO)OH 


55C 


tBu 




CH2 


CH2 


-CfO)NfH-CHfMeVCfO)OH 

^^l^k^fX^XX ^^XXlXTX^^f f V^X X 


56C 


tBu 


CHOH 


CH2 


CH2 


-CfO)NH-CHfMeVCfO)OH 


57C 


tBu 


CfMe)OH 


CH2 


CH2 


-CfO)NH-CHfMeVCfO)OH 


58C 


tBu 


CfO) 


CHfMe) 


CH2 


-CfOWH-CHfMeVCfO^OH 


59C 


tBu 


CHOH 


CHfMe) 


CH2 


-CfO)NH-CHfMe)-CfO)OH 


60C 


tBu 


C('Me)OH 


CHfMe) 


CH2 


-CfO)NH-CHrMe)-CfO)OH 

\ f X ^ X X V^X XI XT XXi/ f \ / X X 


61C 


tBu 


C(0) 


CH2 


CH2 


-CfO)NH-CfMe)9-CfO)OH 


62C 


tBu 


CHOH 


CH2 


CH2 


-CfO)NH-CCMe)o-CfO)OH 


63C 


tBu 


CfMe)OH 


CH2 


CH2 


-CfO)NH-CfMe)o-CfO)OH 


64C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH-C(Me)2-C(0)0H 


65C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)NH-C(Me)2-C(0)0H 


66C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH-C(Me)2-C(0)0H 


67C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NH-CF(Me)-C(0)OH 
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lOU 






L^rlZ 


r^/rwhJVJ r^T^f'\/ifi>.\ r^i'i^\r\ti 




LDU 






v^riz 


f^fcwhjvj ^^P/'^>f<»^ cfrwni^ 


TOP 


113 U 






v-^riz 


cfCi^cwj 


71 

/ Iv^ 


113 U 






v^rlZ 


p'/'OMsri-i r^\^f\Af^\ r^^rwavf 


IOC 


LOU 






V-.xlZ 


cfcwKiVi cv^fAAf^^ r*fr\\c\m 




LDU 




V^xlZ 


v^xlZ 






IDU 




^rlZ 


i^rlz 






ir)U 




L^rlz 


L^rlz 


'\^(\J ^rNrl-C(MeX^1^3 ^"^w )\Jri 


IKj\^ 








V-,rlz 


-\-^(\J )l\ ri-\^(^C)\\.r^ )-\^(\J )\Jri 


1 IK^ 


LOU 






Crlz 






1£>U 






l^rlz 




nor* 


ll5U 




l^rlz 


v^rlz 




sue 


LOU 


CrivJrl 


Urlz 


/^T TO 






Lr>U 




L^rlz 


v^rlz 




82C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH-C(Me)(OH)-C(0)OH 


83C 


tBu 


CHOH 


CWMe) 


CH2 


-CfOWH-CfMeVOHVCfO^OH 


84C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH-C(Me)(OH)-C(0)OH 


85C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


86C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


87C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


88C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


89C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


90C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NH- 

C(Me)(cyclopropyl)C02H 


91C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NfMe-CH2-C(0)0H 


92C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NMe-CH2-C(0)0H 
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LX> U 






P149 






tRii 






PH2 

v^x x^ 


-PfOWMe-PHi-PCO'kOH 

v>f^\-/yx^XTX^ v^x X2 \-.'\v^yv^xx 






PHOH 




PH2 

v^x x^ 


v-*'^\-/^i^ivxt v-kX X2 N—'V. vy^vyx X 




fRii 






PH9 

V^X XxLf 


-PrO'iNMe-PHo-PrO'iOH 

V-^-^V-Zyi^lVXt^ V^X X2 > ^ V/^V^X X 


97C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NMe-CH(Me)-C(0)OH 


98C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NMe-CH(Me)-C(0)OH 


99C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NMe-CH(Me)-C(0)OH 


lOOC 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NMe-CH(Me)-C(0)OH 




tRii 




V-'XX^iVXC J 


PM9 


-P^'O'iMMp-PWMp'l-.P/'n'^nM 


109P 


tRII 
1£>U 






P149 


-P/'O^NTMp-PWN/fp'^-P/'n'^nM 
•v-.'^vy ivic~v--xx^xvic ^ ^^v-/ jK^n, 










P149 


-P^'O'lNrMp-PWF'i-P^'O'inH 


in4P 


IX? u. 


\_<XxWXX 




PH9 


-Pr'D'^NrMp-PWF^-P^'n^nH 

-v^V^v-/ ^iNiVxc-V-^xxv^i^ jKjn. 




1x3 U 


v-'^lVXC ^^^xx 


P149 


P149 


-^^V^W ^INlVxC-V^xxV^X^ )'\^\KJ jKJn 




LX3 U 




V^XX^lVXC ) 


P149 


-P/^O'^MMp.PWFVPr'n^nR 




lOlX 


PHOH 

V-^XXWXX 


V^XX^XVXC J 


PT49 


-P/'O^TSlMp-PWF^-P/'n^ni4 




tOU 


PCMf»^ni-T 
v-..^ivxc )\jn 


P14/'M<^^ 
^n.\^xvic ) 


PH9 


-P/'O'iMIV/fp-PT-f/'F^-P/'n^nH 




tRII 




PH9 


P149 


-pro'^MMp-PWPF'ai-Pr'n'inH 


1 TOP 


tRn 

tlJU 


V-»XXV^XX 


P149 


PM9 


-P^'O'iMMp-PH^'PFaVP^n^nH 

•V-'^Vy ^l^lVXC V^-XX^V^X^^/ jKJxL 


1 1 1P 


tl3U 




P149 


P149 


-PrO'^MMp-PWPFoVP^'n^nH 


1 19P 


L13 IX 




v_^XX^lVXC J 


PT49 

V XX 


-pro^MMp-PWPFo'k-Pr'n'inT-f 


1 l"^p 

X X J v-' 


tRll 
LX> li 


V^XX VVXX 


v-'XxV^lVXC J 


PH9 


-pr'OMsiMp-PWPFo^-Pr'n'inH 


1 MP 


IX> u 


PrM£=''^ni4 
V-^V.-*^'^-'^*^ ^ wxx 


v^xxv^ivxc ^ 


P149 


-PrO'^MMp-PWPF^^-Pr'n^nH 

~\^V^V/ ^l>liVXC~V-'XX\^V^X^3^-V--^V_</ ^V_/XX 


1 1 SP 

X X Jv-^ 


ix> u 




P149 


P149 


-pro^NTMp-PRrnwi-P/'n'inH 

-Iw^V,^ ^i^UVXC^V-'XX^^WXX )-\^\KJ )\JlL 


1 16P 

X XUx^ 




PHOH 

V ^ XXV-/ XX 


PH9 


PH9 


^i^lVXC V-XX\^v-/Xx ) JKJLL 


1 1 7P 

XX/ 


tRii 

LX3 U. 




PH? 


v_ 1J.Z 


\^y\y ^iNivic V-^xXx^v.yrx j y^yvj jK^rx 


118C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NMe-CH(OH)-C(0)OH 


1 10P 


tRii 




PWMpI 

\_^xx^iVlC ) 


P149 


-P/'O'^tsJA/rp-Pwnw^-P/'n^nFr 

-V_^^v^ lVlC-V^xT.^V-/xx J-\^\\J jKJn. 


120C 


tRll 


PCMe^OH 


v^x x^iYxw y 


PH2 

v^x x^ 


v^^Vx^ 1 ^ xtxv^ v^xx^v^xxy v-'^v^yv^xx 


121C 


tBu 


C(0) 


CH2 


CH2 


-C(0)NMe-CH(cyclopropyl)- 
C(0)OH 


122C 


tBu 


CHOH 


CH2 


CH2 


-C(0)NMe-CH(cyclopropyl)- 
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C(0)OH 




tBu 


C(Me)Url 


CH2 


CH2 


-CCO)NMe-CH(cyclopropyl)- 
C(0)OH 


124C 


tBu 


C(0) 


/~^T T/A yT^\ 

CH(Me) 


/^T TO 

CH2 


-C(0)NMe-CH(cycIopropyl)- 
C(0)OH 


125C 


tBu 


CHOH 


CH(Me) 


/^T TO 

CH2 


-C(0)NMe-CH(cyclopropyl)- 
C(0)OH 


12oC 


tBu 


C(Me)OH 


/^T T/'A 

CH(Me) 


/~^J TO 

CH2 


-C(0)NMe-CH(cyclopropyl)- 
C(U)OH 


1 0*7/^ 


toU 


C(0) 


Crl2 


/^TTO 


-C(0)r>iivie-C(Me)2-c(U)UH 


12oC 


toU 




CH2 


rf^T TO 

CrlZ 


-C(0)NMe-C(Me)2-C(U)0H 


1 oo/^ 


toU 




/^J TO 


/^TTO 


-C(0)JNMe-C(Me)2-C((J)UH 


1 'JAO 


tBu 


C(0) 


CH(JVle) 


/^TTO 

CHZ 


-C((J)NMe-C(Me)2-C(0)0H 


1 JIC 


tBu 


/^T T/^T T 


CH(iVle) 


CHZ 


-C(U)lNiVle-C(Me)2-C(0)0H 


1 QO/^ 


toU 


C(Me)Uhl 


CH(Me) 


CHZ 


-C((J)jNMe-C(Me)2-C(0)0H 




tou 


C(0) 




CHZ 


-C(U)NMe-Cr(Me)-C(U)(JH 




toU 


CiiUii 


Crl2 


/^T TO 

CHZ 


-CCUjNMe-CrtJVlej-CCUjOH 


1 'x 


toU 


C(Me;Uri 


Crl2 


CHZ 


-C(U)NMe-Cr(JVle)-C((J)(JH 


1 1^/^ 


toU 


C(0) 


/^TT/Ayf a\ 
Crl(JVie) 


/•^TTO 

CHZ 


-C(0)NMe-Cr(JVie)-C(U)UH 


1 '2'?/^ 


toU 


CrlUrl 


/^T T/A >r^\ 

Crl(Me) 


/■^T TO 
CHZ 


-C(U)JNMe-Cr'(jVle)-C(0)OH 


1 JoC 


toU 


U(JVle)Url 


L.rl(JVle) 


CHZ 


-C(Ll)IN Me-Cr(Me)-C(CJ)(JH 


1 IQO 


toU 


C(0) 


Crl2 


/^TTO 

CHZ 


-CCOjNMe-CCMe^CCr'sJ-CCCJjUH 


1 /I A/^ 


ir>u 


CrlUrl 




CHZ 


-C(U;NMe-C(iVle;(Cr3)-C(CJ)UH 


1/11/^ 


trSu 


U(JVle)Url 




CHZ 


-C(0)NMe-C(Me)(Cr3)-C((J)UH 


1 ylO/^ 


tou 


C(0) 


/^T T/A >r^\ 

Cri(Mej 


/^T TO 

CHZ 


-C(U)NMe-C(JVie)(Cr3)-C(U)(JH 


1 Air^ 


toU 


CrlUxl 




CHZ 


-C(U)NMe-CCMeXCr3)-C(U)UH 


1441^ 


tr>U 




CH(iVle; 


CHZ 


-C(U)iNMe-C(iVlej(Cr3)-C(U)(JH 




toU 


C(0) 


Url2 


/^T TO 

CHZ 


-C(CJ)1N Me-C(Me)(UH)-C(U)UH 




lOU 






i^l_ro 


JlN IVie- V^V^-"^^ X^-" /"^V^ ^v-rxl 


147C 


tBu 


C(Me)OH 


CH2 


CH2 


-C(0)NMe-C(Me)(OH)-C(0)OH 


148C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)NMe-C(Me)(OH)-C(0)OH 


149C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)NMe-C(Me)(OH)-C(0)OH 
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150C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)NMe-C(Me)(OH)-C(0)OH 










V^rlZ 


-v-.^w ^iN jvic-\^^^ivic^^cyciopropyi 
C(0)OH 










v^rlZ 


-L^^vj ^iNivie-L.^iviej^cyciopropyi y 
C(0)OH 




iJdu 




CxlZ 


\^rlZ 


-c^L^ )is Jvie-\^^jYie xcyciopropy 1 )• 
C(0)OH 


1 C/IO 


tb>u 


C(0) 


Cri(Me) 


UHZ 


-U(U ;iNMe-C(Me)(cyclopropyl)- 
C(0)OH 


1 <^r^ 
1 jDC 


toll 


CrlUrl 




CrlZ 


-C(U)In iVie-C( Me)(cyclopropyl)- 


1 ^A/^ 


l£>U 






L-rlZ 


-CQLijJNJVie-L.^iYiexcyciopropyi y 


1 ^7r^ 

1-5 /V^ 


lOU 






v^rlZ 


-L^i^vJ ^-1>J v^JVlC ^-D-lcuaZOiyi 




lOU 






v^rlZ 


-v^^u j-iN (^jvic j-D-tetrazoiyi 








V 12. 


V 11 




160C 


tBu 


C(0) 


CH(Me) 


CH2 


-C(0)-N(Me)-5-tetrazolyl 


161C 


tBu 


CHOH 


CH(Me) 


CH2 


-C(0)-N(Me)-5-tetrazolyr 


162C 


tBu 


C(Me)OH 


CH(Me) 


CH2 


-C(0)-N(Me)-5-tetrazolyl 



Claim 8. (currently amended). A compound of Claim 1 or a pharmaceutically 
acceptable salt or a prodrug derivative thereof selected from compounds AA thru CY: 
AA) 
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AP) 



AR) 



AT) 




AW) 
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CB) 



CC) 



CE) 



CF) 
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CS) 



CT) 



CU) 



CV) 




CW) 
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CX) 



CY) 




O 



Claim 9. (currently amended). A compound of Claim 1 or a 
pharmaceutically acceptable salt or prodrug derivative thereof selected from C-1 to C- 
55: 
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C-1) 



C-2) 



C-3) 




C-4) 
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C-6) 




C-7) 
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C-8) 



C-9) 



C-10) 
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C-12) 



C-13) 




O 



C-15) 



C-16) 



C-17) 
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C-18) 



C-19) 



C-20) 



C-21) 




C-22) 
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C-25) 



C-26) 



C-29) 



C-31) 
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C-36) 



C-39) 



C-42) 




C-43) 
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COOH 



C-44) 



C-45) 




C-48) 
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O ' ' O 

Claim 9- 10. (currently amended). A compound of Claim 1 or a 
pharmaceutically acceptable salt oran ester prodrug derivative thereof selected from 
(TBU-1) to (TBU-86), as follows: 

TBU-1) 



81 



PCT Serial No.PCTAJS2003/035055 




TBU-5) 
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TBU-9) 
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TBU-13) 
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TBU-16) 




(5-tetrazolyl) 



TBU-17) 
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TBU-21) 
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TBU-25) 
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TBU-29) 
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TBU-33) 
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TBU-37) 
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TBU-41) 
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TBU-45) 
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TBU-49) 
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TBU-53) 
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TBU-57) 
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TBU-61) 
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TBU-65) 
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TBU-69) 
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TBU-73) 
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TBU-81) 
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TBU-85) 
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,or 



TBU-86) 




^5-tetrazolyl) 



Claim 4© 11. (currently amended). The compound of Claim 1 or a 
pharmaceutically acceptable salt or ester prodrug derivative of the compound 
represented by the formula: 




or 
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Claim 44t 12. (currently amended). The compound of Claim 1 or a 
pharmaceutically acceptable salt or ester prodrug derivative of the compound 
represented by the formula: 




o 
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Claim iSr 13. (currently amended). The compound of Claim 1 or a 
pharmaceutically acceptable salt or ester prodrug derivative of the compound 
represented by the formula: 




or 
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Claim 4^ 14. (currently amended). The prodrug derivative of a compound of 
claim 1 to 12 wherein the prodrug is a methyl ester, ethyl ester N,N- 
diethylglycolamido ester or morpholinylethyl ester. 

Claim 44t 15. (currently amended). The salt derivative of a compound of 
claim 1 to 12 wherein the salt is sodium or potassium. 

Claim i&T 16. (currently amended). A pharmaceutical formulation comprising 
a compound of claim 1 to 12 together with a pharmaceutically acceptable carrier or 
diluent. 

Claim 4^7 17. (currently amended). A formulation for treating osteoporosis 
comprising: 

Ingredient (Al): a vitamin D receptor modulator of claim 1 to 12 ; 
Ingredient (Bl): 

one or more co-agents selected from the group consisting of: 



a. 


estrogens. 


b. 


androgens. 


c. 


calcium supplements. 


d. 


vitamin D metabolites, 


e. 


thiazide diuretics. 


f. 


calcitonin. 


g- 


bisphosphonates. 


h. 


SERMS, and 


i. 


fluorides; and 
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Ingredient (CI): optionally, a carrier or diluent. 

Claim -tTr 18. (original). The formulation of claim 16 wherein the weight 
ratio of (Al) to (Bl) is from 10:1 to 1:1000. 

Claim iSr 19. (currently amended). A formulation for treating psoriasis 
comprising: 

Ingredient (A2): a vitamin D receptor modulator of claim 1 to 11 ; 

Ingredient (B2): 

one or more co-agents that are conventional for treatment 
osteoporosis selected from the group consisting of: 

a. topical glucocorticoids , 

b. salicylic acid, 

c. crude coal tar; and 
Ingredient (C2): optionally, a carrier or diluent. 

Claim 49t 20. (original). The formulation of claim 18 wherein the weight ratio 
of (A2) to (B2) is from 1 : 10 to 1 : 100000. 

Claim 3O7 21. (currently amended). A method of treating a mammal to 
prevent or alleviate the pathological effects of acne, alopecia, Alzheimer's disease, 
autoimmune induced diabetes, bone fracture healing, breast cancer, prostate cancer, 
colon cancer, diabetes. Type I, host-graft rejection, humoral hypercalcemia , induced 
diabetes, leukemia, lupus, multiple sclerosis, 

insufficient sebum secretion, osteomalacia, osteoporosis, insufficient dermal fimmess, 
insufficient dermal hydration, phoriatic arthritis, psoriasis, renal failure, 
renal osteodystrophy, rheumatoid arthritis, scleroderma, systemic lupus 
erythematosus, skin cell protection from Mustard vesicants, and wrinkles; wherein the 
method comprises administering a pharmaceutically effective amoimt of at least one 
compound of claim 1 to 12 . 

Claim 21t 22. (canceled). The method of claim 20 for the treatment of 
psoriasis. 
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Claim 2^7 23. (canceled). The method of claim 20 for the treatment of 
osteoporosis. 

Claim 2^ 24. (canceled). A method of treating or preventing disease states 
mediated by the Vitamin D receptor, wherein a mammal in n e ed thereof is 
administer e d a pharmaceutically effective amount of a compound of claim 1 to 12. 

Claim 34t 25. (currently amended). A compound as claimed in claim 1 to 12 
for use in treating a mammal to prevent or alleviate the pathological effects of acne, 
alopecia, Alzheimer's disease, autoimmune induced diabetes, bone maintenance in 
zero gravity, bone fracture healing, breast cancer, prostate cancer, colon cancer, 
diabetes. Type I, host-graft rejection, humoral hypercalcemia , induced diabetes, 
leukemia, lupus, multiple sclerosis, insufflcient sebum secretion, osteomalacia, 
osteoporosis, insufficient dermal firmness, insufficient dermal hydration, phoriatic 
arthritis, psoriasis, renal failure, renal osteodystrophy, rheumatoid arthritis, 
scleroderma, systemic lupus erythematosus, and wrinkles. 

Claim 2§7 26. (currently amended). A method of treating a mannal to prevent 
or alleviate the effect of Mustard by administering a pharmaceutically effective 
amount of a formulation comprising the compound of claim 1 to 12 alone or together 
with a pharmaceutically acceptable carrier or diluent thereof. 

Claim 26; 27. (canceled). A compound as claim e d in any one of claim 1 to 12 
for us e in treating or preventing disease stat e s mediat e d by the Vitamin D r e ceptor. 

Claim ¥h 28. (canceled). A compound as claimed in Claim 1 substantially 
as hereinbefor e described with ref e rence to any of the Example s . 

Claim 2S-r 29. (canceled). A proc e ss for preparing a compound as claimed 
in claim 1 substantially as hereinbefor e described with referenc e to any of the 
Examples. 
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Claim 39t 30. (canceled). The uso of a compound as claimod in claim 1 
substantially as herein described with ref e renc e to any of the Assays and Tabl e s for 
mediating the Vitamin D rocoptor. 
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